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vrotvpxf-^rsy) -efts. 

[005 1 j sMcommi. kit® ( 5 ) t&Lxm 

SO. 8;®2*A<3*C&»K JffSfcteO. 97^ 

i. 2!fi-e&&. 

[oo52] ffiffl$it5^«fc ltj±. R&imm^-r 

< . mtar-t h-h v/uvx?*- h v>im -. a«x 
f-^co «t 3 sxxtvMI ; r-t h y > ^ ^x^;i/^r h 

y, ^oo*;^<7)J:^^NDy>-ffc^fl^|c^S; x- 
fb7t Ka^ytfUdSrx-f 

m&Mt-hO)m (^fcr-feh-hu/k) . xx 

xi* 9 > ) Tf> *) . fttciSifcliT-fc h x h y 

[0053] SS- 2 0^4 0X:T3b 

0. 1 0«CflS2 0Xrej>£. SOEBSatt. 

S£k iSJSL RJ6iag^£J:oTJI$:£#. ilSl 5# 
7b^7 5I^T'&0. »Jit«17b^2 4I^C&S. 

[0054] EJ&fcTSL *R*&Og«Hfc^«!rtiSSfc: 

->x jnzmwtt h z t wx-z s . 

[0055] *fc. ftgft(4)<3ftft'k 8IB2IS 

JDX. iKwcrt:^ (3) *&U&ZithZtlz£->Xi> 

[ 0 0 5 6 ] S&B 3IgJi. ( 7 ) C7^f* 

SfcgALTfl^ (9) £©£t&IgT&*>. *X 
( 7 ) U§f£*k JSSW^Ti^ti^HSt 

y\zTis)V*i\>frr?y (8) ^^i-eo^ss^RjE 

[0 0 5 7] TS/MWTfV (8) ^R'SH 
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[0058] -e^SSfc LTH. 01 i. If 'J f-^A. 

*>if s c: t ifix% , tfatiif-^ifir^ h y •> a. 

[0059] T^M;^r^yiJtli-eo^fHS<^ 
ffl4«i. (7) titLTiiSO. 8Jb^2t;PS 
fif&O. »SfcUi0. 9JS1 . 2SS-CJ>S. 

[0060] T=//\s*/i>*rri?>$:ffia-t?>%&. 

20 ti±. ^^%<7)fi«j^)a{7i-ti^^^-i.^v^co-c*fUf 

y . h y x^-^r 5 y <o<k 3 ^ h y r^;wr s ya : 
N-^^e^.y^*y x N-^f/pt^'Jvoioi 
teS^RTSya; ey^-y. 4-^^rsyty 
^'yo<t 3 =3^#kt 5 y« ; ^fe* y »>a. Kit^ h 
'J 7 ? a. ^ibk^T- h 'J ao £ 3 =SrT;^ 'J &S£§? 
S ; 'J «7A X Xfflfcf V 'J »>A^J: 3 &T;k$ 

y^kS^^^fscit^T^. ffjifcttr^y 

^l^SJSS y*7A) -cj>s. 

30 [006 1]JSS<Offifflfi{i. fll^Hj(5) tc^L-Ca 
SO. 8^2^3fif*'). »atc«0. 9^ 
1. 2=3iTJ>&. 

[0062] ffiffl^il&^t LTti, SiSSrlflW^ 

< . mtf r-fc hx h y/Koi o ^rx b y ; »ggx 
f-;K?5J: d =5rxxr/HS ; T-fe h y. ^f-;l/X^-;^ h 

y x ^oo*;kA<oJ:3=5:^oyy-(tMft*^S;x- 
t-^. y'^t^-^y. f-h7bHQ77 V<r>i. o ^rx-f 
40 : y'^« ^-;l^x;l/*=^ v 5 =5rx/^=* y ; 

T5 PIS. ; *5J-)V^ 3-9/—)W> i. o%T)U3—fr 

m ; ^xx/^tt^fs^mmmf hzt#x-%h 
imiz\t-hv>m m£T±h-hv>v) . xx 

Ko75y) ^fcJi^o^'y^^bkSia (#ty?D 
D^t ^ y ) t*> 0 . ft izjmizitT-t b-b*J )VX'h 

a. 

[0063] ws&mt. MS2 o^»s 1 5 otre* 
50 0 . #jSfc«4 ot:^s 1 0 ox:-c*>& . RiE^Sii. 
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nm7 5m%x't>*) . imiziiijbm2 4*mxs>&. 
[oo64] Htmi®. *^5^ a mititftoiiizmtz 
ft^xw^&»frt>fflR-thzttfTZh. mm. 

L%\.*mmt:m. *mt. tmtftik-thzttz 
x.->xmt>tih. %^tiizte&iMi&g% m 

->x^\idmth z ttfxz h . 

[0 0 6 5] Jf5B4I1Sli. {tHM>(9)0)T$Sm<7) 
«SSR 6 £l&fcL-Cfl:#8j (10) £XST 
*6. *IS«-ft#t$j ( 9 ) fcig«4\ 

[0066] R*Vt-Xb*i'#?l'#-ll'. OX\z H 

Efc**. ink**, l^£OJ:d&ggB£K«$tfi>C: 
i:fc:J:»)lfc*$it£. 

[0 0 6 7] R 6 #2, 2-^'yntx^-;^dfv^ 
tfx;K 2. 2, 2-hy?oox?-;P:*dfi'#^*- 
J; 3 ^NoyVr;^^^^^*;P#-^f ft 6 

[0 0 68] R 6 1fT y ) ^M"* s^/Mfx/K 2 - 7 a 
OT'J/M-* i/1j)VX-)V<r> X o Srfi&SftTWC t> X 

iz. 2 -xfvt'vfrfrVlW- h y <7A*> J: 5 S^iHtf/l' 

[0 0 6 9] R 6 tfiKV ¥)VJ(^ isf))Vi£—)V. 4-x 
fcJ^v^y^i^v^sKxrt^tfl^ n^y'^A 

[0070] zjs&t®. XKf&vmfcimtizmiz 
vi^ximfc&fot<r>u±tzi±7 u-ttfc L-crasa^ 

zztizx>mt>tit>. tti. mm^^mt. m 

[0071] ft^cfc^&sg^fcf^ mm 

[0072] &*5. *Igc0R6OlKtftaRJBfcJ:oT 

R 4 a^R 5 <oftga*^fe?^v^dfc:. R^otftg 
h. mm. R*(08mmtft--?h*>'*ni>#-iuox 
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o%rnmiZtih&wmx'S>z>i§r£. R«aim 5 m 

^i/it^=jW)i otcWiS&lxXWZij X\v<.vi? 
^Xl>X^TVtl**i'*fr#-))s : g<?>Xo%8iiztfL 

x£%&mm*m$tt&<7>i)W3.L\.\ tti. r 6 <o 

)V** i/i!i)VX-)V<?) X d %W&2tiX ^X t> J: vv<.y 

io iS)v**is*i)vx-)vm x o %m^mm\rm£2 
tihtmsThzms. R*AVR*?>Bwmm-7h* 
~s*?u#->u7)x o %mMmm\znLx ! &&tfm. 

[ 0 0 7 3 ] 8SB 5XSIi. (10) £T)WU 

mm\LXBm&to ( 1 ) *m&?hJMx$>h. 
♦ismta* do) t^*. m&m&Tttti 

ltt&TlzTJls*/lttMZ%J£Zit&Ztl l zX'>xm&. 

[0074] T>i>*jMfflb vx&. mm *&-*)i> 

20 V y y ; y y- yry*M*-7«t h U "7A ; 

*;^yy-^-A-7^*'7AM^5«s^L<«iift:a 

K; 3^fl:^f-;K zVttm-wXo&suyyfcT 
A>*)imgZmfhZ:l:WX'Z. ff®t«^R-*;Pv 

[0075] T/^^fl^O<£JB»i. fl:^I (10) 
fcttL-Cli&O. 87 1 »M2^SMTfc'?. ffjSWi 
0. 97bMl. 2SftT*>S. 
30 [0076] ffi%ISS(7>fb-^ (10) vm&fc&ht 

<r>uxbh%&iiz\t. m&cv&&Ttzfi% ozt mi 
u\ mazti&ts&t lxk. K&®com<r>&Mz& 
m£*z.%^i><DX't>hJimizmmi.%^w. mm : J 
-fyrntr/wx^rsy. hV^>UT$><DXo% 
b y t)v*>vt s >m ; n -> -j-^e^ y i/y % n 

4 - ^ ^;PT $ J t y v'yco J: 3 ^SSIT 5 >S ; 

40 h y *?J±<r>X o *cT)ViU y ^JB*K^«)^ Zbtfi 
X'Z . tmizit b 'J TlV*)VT 5 (#{c>-M 77-a 

(10) ^%&1xh16im£fo\iznLX 1 

[0077] mtetimvtk txte. %j6tmhtf : 
&mm*hz>wmm-tz> i><nxi>tumtzMmi% 

< . mm T-fe b-b'J )V<r>X d ^rx h y ;MS : »Sx 
^•;K7)«k o t£X.Xr)\M. ; T-fe h > . M-)Vxj-)V J r b 

50 ^DD^Aioid^oyw^bjc^iix- 
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s/** +)V*>VJ±T 5 F . ^ -J-^T-fe h T 5 F<0 <k 3 & 
75 FS ; *?J-)V^ x^Z-zKOi o%T)Va-)V 

nrntzu-hv/m (tttr-fch-h w „ x* 

? y ) T*> 0 » #tc#3ifcii7-fe: F - F U 

[0 0 78]Ri5iag{;L iiS-10J!)S10 0lCT*) 
0. #®fc:ttOX:j!S4 0t:-C*£. KJBSBRi. n 

icm 
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*M48BSg-Cfc t h iSF)ifc:JilB£24l^-Ci)4. 
[00791 RJGfcTfc. *R^BWffc^«!l«^t: 

Bum&mfrhmzm txn ^nss&fc**: ®n 

[0080] [Cife] CStt ±£OAi£2fcliBi£fc 
10 t>V^Tffiffl?n&Hibe ( 3 ) T'3fcbS*l.6fl:£%£S! 

[0081] 
[ft5] 



(12) 



IHCO-A-NH 
A 3 



Mfl4 



Kfl 5 (13) 



ISC 1 US 



nnvA/ _ n ti nriTi 

(14) 



asm 



mHt if** 
A" 

(3) 



-r. 

[0082]®cixs«. ft^Hs (i 2) trrs^v 
mtmALxrT-isstesya ( 1 4 ) ^isiiiraig 

TftS. ^iSlifl:^ (12) £.mt*VT->>Sfc 

ma 3) z&jszit&ztizxixmjiLztLi. 

[0083] yr=.i?JttM (13)fc)L (C = 
NR«) NHR 5 R\ R 5 fttf XMiro^DjIO 

/k 3-*f-ynr5V'J/k 4-*?-/nr5V , J;k 
3. 5-5****eW!lJk *?y;*/W 

**y*/k7 4.=:;k 7xX;k*:t. 
X/kfcx/k <-y4£>X)V7 -<x;K 
75 A hl)7/krn**yx/kfcr:;kT$A -h 

5V«Jyk 3. 5-5>***e?r«J;k 



[0 084] rr-vV-(b»koffifflfi«. ft^n ( 1 
2 ) fc*tLxafgo . 8jb^2w%mx'b o „ eat 

«0. 9^1. 23»T&6. 

[0085] fiyfl^iis^k lt«. w^^mm^t? 
&mm*bhwmm-h hnxbtumtzmmi* 

< » Wxtf 7-fe h- h U/I/OJ: 3 fr- h 'J /MB ; BHgx 
?-/UD J: 3 ^xxx/HS ; 7-fe F y , ^ f-;kc?-;Hr h 
ytOio&T-FyS; y^aD^?^. y?ODi? 
y, ^oo^Awi^^NDy-yfl^-fblc^aix- 
^'^D-y. ^h^bKn^^y^id^rx-T 1 

hv/D . xxy-fim (mzmmx+ti) . x-t;mi 
(ftfcTh7tKo77y) . ^ayy^bk^i 
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\tt-79;->vxhh. 

[00861 KJSfijgfcL il&07!Sl 50X:Xi>*). 

»Jifc:{i2 0x:^9 0'c-cfcS. rasSBBi. K£k 

[0087] jaarrtt, *»e<oa wt^ui^ffifc: 

[0088]^^. fc-sm (i4) \mm:-£®> t 
t Lxm&?& z t i> x'$ h . m&izm<D&t tx 

minx o&*mmte>& •, sm. sbl f y 

fc?)JS ; *9>xfr7byM^ Y 0 7/M"0.* ? yxtlft 
y&. ^y*£yxiv*y&. h/iocvx^ygftf) J: 3 

tamxiv*yimt orsmz mfh z t & 

[0 089] &Wi s yT-VJttMtVtS-M-fr 
LX t -~f?;-)V<r>i. o ^7)Ua-)mi^m ltz%> 

[0 0 9 0]igc2xs«±. fl:^(i4)orsys 
zttfxzz. 

[0091] EJE*rrtft. *Ri£wBKHfc^±^St: 

fc^xmfci&sknmiMi? y-*fc ltrjbs^ 

£?&zt££->xn$>ti&. nt>tit:it-£®\&iim% 
i-%t'iz±^xmid®m-&ztWT$z. 

[ 0 0 9 2 ] ( 3 ) <7>B£ttfl:£ftfc<0JSfc 

bko.* 3^rt»aBasfcwia ; bhbl y y 7/m- 

o»BL Sol-7BL 7^;H6<oJ:^^igm^;^yl3a 
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ffi@tc(±iSKJS. mis. «-fk*^Baa^^«hy7^ 

[0093] 3:i>, 35B4IgcOR 6 ?)#^DBfciK 
Sfc R 4 X^R 5 <0«gaSc7)a^irfr^#^^§-Cfc 

h. 

[0094] AatTtliBST^^^-fh^fe ( 1 ) \i 

mtuxywrnt ; ^ ^ f y 

ntfyxfrftyWt. ^y-^yxti^ym. h>ux.yx 
>v*ym<r>x o%ttx>v*yW&t<r>)m*mfhz 

[0095] JaJbO i 3 tc LT#^>ilfc-«^ ( 1 ) X 

m>zixh*)Vinr v troy ^>-fc^Hj2i^-?-coiSJd. 
20 4<^/w#rhS<o«^R 1 £^fc:l&fcU 

x. *>u>^*j*mnmm<>m&*mtt Lxm>xn 
mxhh. 

[0096] 

imm\ hit. *mizmifcmwmmmfx3i 

hO* ^)V%/ 'J ^7D \Z*ym- h 'J A - d 4 5r rtS 
30 gJSMijfrfc tTffiffl L. ^<Offico?girC(ix h y^)V 

isyytntimmmt Lx®mhxm$iLit. 

[0097]HS6f?i 1 

(S)-3-(2-(2. 3-\lX (4--ha^yis/l> 

vy- v^ymumm. 

[0098] 

lite] 

IT 2 



40 



'^IHCCr^N'^NH-PNZ 



•CFjCOsH 



H 



(1) m.m&i'p.mm3coit&to(i4. og) 

<7)7-h7t¥vyyy (300m 1 ) SSttl-H-f 
5V-/K2, 3-h*A(4--ho<>y;my* 
)^;U-K^-9-5^y (22. 0g)£2m;u 
SiStTl 7l^|^¥Lfc. ^SE?r©*L^. iSx 

f^Kiooomi) ztiax.. Ac. mtfcm* y 

50 (S) -3-(2-(2,3-h*X (4 --Yn^y&VIt* 
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yij^-)V) ^T-^V)T-fef-;PT$y)- 1 -(te 
rt-T^M-* i/t))V$-)V) bTD 'J i^y (24. 2 
g) 

[0 0 99] H^MUWU^hilr (KBr) vca» : 33 
17, 2977, 1739, 1690, 1646, 1523, 1410, 1348, 129 
2, 1164, 1064. 

8SB§ytm*/<.? Y)V (400 MHz, CDCh) Sppa : 1.45 
(9H, s). 1.73-1.89(1H. ■), 2.07-2.21 (1H. »), 3.1 

3-3.27 (1H. ■), 3.30-3.49 (2H. ■). 3.61 (2H. d, J= 

11.5, 6.2 Hz). 4.07 (2H, d, J=5.0 Hz), 5.21 (2H, 

s), 5.31 (2H,s), 6.23 (1H, d. J=6.7 Hz), 7.51-7.58 
(4H, ■), 8.17-8.29 (4H, a), 8.92 (1H, t, J=4.8 H 

z), 11.65 (1H. s). 

USX^h)V i/z : 644 (M+l)*. 

TlMfttf (ClsHjafoOu b LTff-K) 

§mm: C, 52.25X; H, 5.172; N, 15.232; 0, 27.34 
X. 

Hafi: C 51.712; H, 5.002; N, 15.172; 0. 27.22 
X. 

(2) mmm*. tr^t. mmm 1 - ( 1 ) m& 
!Bj(i2. oog) amna^-vy (48m i ) mmtz 

h\)y^aSm (24m 1 ) Srlmi.. *&TT3lS0 

jSLT. »3&OfifEfl:#l?J(14. 28g)^t. 

[0100] tmg&mX'*.'? YA> (270 MHz. DMSO- 
ds) Sppb : 1.75-1.85 (1H, ■), 2.05-2.20 (1H, a), 
2.85-3.05 (1H. a), 3.15-3.50 (3H. a), 3.90-4.05 (2 
H. a), 4. 15-4.35 (1H, a), 5.20 (2H, s). 5.39 (2H. 
s), 7.61 (2H, d, J=8.5 Hz), 7.70 (2H, d, J=8.5 Hz), 

8.20-8.35 (4H, a). 

[OlOl]Hlfc0! 2 

(S)-3-(2-(2, 3-h'X (4--ho<ys;* 
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■Ctt*ftLfcfft» nRLT. SfcfcOglBfc^Hs (6.3 
4g) 

[0103]f^8l®«U^h;P (KBr) vcr 1 :320 
3, 3056. 2948, 2745, 1750. 1682,1592, 1522, 1348, 
1211. 1066. 

tmS&mx^ hlU (400MHz, DHSO-ds) $m* : 1.7 
4-1.88 (1H, a). 2.06-2.17 (1H. a). 2.92-3.04 (1H. 
a), 3.38-3.09 (3H. a). 3.87-4.06 (2H, a) .4.24-4.38 
(1H, a), 5.20 (2H. s). 5.39 (2H, s), 7.62 (2H. d. 
10 J=8.3Hz), 7.71 (2H, d, J=8.4Hz). 8.22-8.28 (4H. 
a), 8.62 (1H. d, J=6.6 Hz), 8.12 (1H, s). 9.29 (1 
H, s), 9.45 (1H. s) 
MS*1?h* a/z : 544 (M+l)\ . 
[0l04]H*fefl| 3 

(S) -3- [2- [3- (4--hvO : J>l>**i' 

• 2JSjgJS 
[0105] 



[Ol 02] 

gUISvifrk ##W4<0fc#H! (3. 0 5g)tf)N. N 
-> f .Xf*/l'#;l>A7$F (50ml ) JgiSfcN, N' — 

f-;M y **IS3R ( 5 . 6 i g ) fcjni. , ssr4 . 5 

■IHHHrU;. KJE&£^fc5%:feiS* (4 00m l ) 

turn, mm*.** (400ml ) -caajLJt. 

& 5 %£fe*-C3 U *l*K8hr h 'J ^ATSe** 
S?U 4NJSfl^cS/i«x^;l,?rjDtSa-C405rSJa 
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[41:8 ] 



2Hd 



( 1 ) giSISal<K 4 --hn^y^^y*^ 
-^y7t 5 K (80mg)<0f K5tKn77y ( 1 
ml ) mS.lZtuuYVtl-lVi'yy (43mg) i: h- 
•Jxf-^TSV (4 0mg) SrJni.. ##^4T#^ 
3t-fk^iftl (88mg) (7)fh7hH077y (1ml ) 
MMC?nch»Mf-Jl'2'9>' (5 9mg) th'Jlf 
;P7Sy(55mg) fcfln^fcS^igiSSrflllz.. SST 
30 14fclSH«fLfc. RJEE^HjfcBSgx^ (50m 

i ) mat. m*mi-hv*/j**mi. ma 

lOg \*?J-)l>:ffl&.X.1-)V 
=98 : 2~9 O : 1 O ) fcftU (S ) - 1 - 

( t e r t -y^t^i^/l^x/lO -3- [ 2 - 
[3- U-xba'Cy^^v^tfx/i,) YT~ 
vV] r-bf-^TSy] eoyi/y (7 5mg) 

40 [0106] -jfflmtfVUl? h/P (KBr) j/cir* : 33 
93. 3316. 2976. 1662, 1524. 1415, 1347, 1291, 116 
6, 1129, 1110. 

mffigmx^? YlV (400 MHz, CDCU) Spp* : 1.44 
(9H, s). 1.89-1. 95(1H, a), 2.02-2.18 (1H, a). 3.1 

7-3.30 (1H, a). 3.31-3.46 (3H. a). 3.57 (1H, d, J= 

10.4. 6.1 Hz). 3.81-3.99 (2H, a). 4.23-4.41 (1H. 

a), 5.12 (2H.s), 7.41 (1H. br), 7.53 (2H. d. J=8.6 
Hz), 8.20 (2H. d. J=8.6 Hz). 

MSX'l? VH- m/z : 465 (M+l)*. 
50 ( 2 ) SfgrnSTF. ##014 ( 1 2 



(14) 
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2mg)<n*? (1ml) (4--h 

f (162mg) £Jn;L . mtL^-^mUt lt:t£. 
8«£S*U 8 0XrC2B^ 10 0t:-C2^SRi5 
R^^fc^ytfy/l^A^uvh^? 
4- (v'J^y;H0g, iHSx-f/k f^vcpgxf- 

;l/:^^y-;W=9 0: 10) fctfU »3fcO (S) - 
1 - ( t e r t -y^JteMf-S'ftJH&^l') -3- [ 2 

- [ 3 - ( 4 -- h w<.vi;)Vtti/ti)VX-)V) yr 
-iss] r-tf-zi/rsy] eoi>^xi6img) £ 
Wi^T-?ttlSJfc0!3- ( l ) tftfk^jlc 

( 3 ) suma*. HSS0H - ( i ) r^^cfl:^ 

(20g)«DN, N-y^f;V*WSK(200m 

1 ) jSjStC^-^iS ( 3 . 3 3ml) fciSaBHri^A 
(7. 5 9g) ZMt. ^fflT-ffiatffLfc. 

Ujfciffigx^- (2i) ttoi. ^rai^io%AJS*, 

- (y'J*yM20g < R&X^-A' : * :*> 
y-;l/=9 5:5, ^^T»KX^-;P : X9J->1>=9 
0 : 1 0) fcttU VTolf;l,x-x;P-C»*fl:, a 
^LT. (S)-l-(tert -T^k***' 

^;^-;P) hTo'Jv>-3- [2- [3- (4-xh 
oO^^v-^^x/W) ^Tx^V] T-fe^T 
5^] (13. 8 3 g ) WWr-^iH 
W\3 - ( l ) ofl:^8fc:-aL^. 

(4) gsnmss*. mmm3- (2) -c^^tut^ 

«J(11. 8g) <DT-fehxhy;M9 5ml ) mWHZ 
4N*a<bK#/»Kxf-;l^ (95ml) *Mt. 2 5X: 
■CI. 5H#iajfffU:. RJE£#fe£«ffiSISU 

«J(10. 6g) zntc. 

[0107] m-wmu^ (kbf) = 33 

61. 3035, 2733, 1742, 1695, 1630, 1555, 1519. 134 
5. 1255. 1233. 1183. 

mtS&mX'V' hfr (400 MHz, DjO) dppm : 2.02- 
2.12 (1H, a). 2.34-2.44 (1H, ■). 3.30 (1H. dd, J=l 
2.6. 4.8 Hz), 3.38-3.52 (2H, ■), 3.60 (lH.dd. J=l 
2.6, 7.1 Hz), 4.18 (2H, s), 4.48-4.55 (1H, ■), 5.4 

2 (2H, s). 7.65(2H. d, J=8.7 Hz), 8.28 (2H. d. J= 
8.7 Hz). 

MSX'lfhfr n/z : 365(M+1)\ 
[0 1081HSSW 4 

(2S, 4S) -4 -T-tf-zH-^J— 1-^^-2 - 
[ (3S) -3- [2- [2, 3-t'X (4--hv< 

j ] tro y 1 -4 jfefrnrfx*] troy ^'y 

tO 1 09] 
[fc9J 



10 



20 



30 



40 
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roe h 

g^5l*. *#T. 1 T®L>tlt:{tGm ( 2 0 
g) 0)7*h-h>J>l>mi (4 0 0ml ) {C. N, N— 

>?-f vraK^xf-^rsy (70s) . sn:t:An>f 

;K 1 2 . 5 g ) SrJmi.. H$ia«tf Lfc. KiEiS£- 

5-c-c#ipfc. ntfe0i2T#^^^m (62.2 

s)tN, N-y-fV7Dt^75>'(25. 4g)<0 
r-fehxhy^jgjg (40 0ml ) -frflni., 285fgS8¥ 
Lfc. £aE^Jj{CT-fehxhy/M7 00ml ) „ ft 
Kxf-^ ( 1 . 5 1) SrJnx. 3r»J15: 1 0%fci£*. 

A?P7h/77^- (>-y#y^2kg. ftI*X^ 
/P: y^y-;l/=9: 1-8:2) fcftU 7WrX 
«OSIBn:^B!l(4 7. lg)^fc. 
[0110] jfflW&lRX'<? WW (KBr) t/cB-i : 33 

07. 2950. 1739. 1686, 1643. 1552. 1523. 1441, 134 

8. 1292. 1106. 1064. 

tmSMm*'*-? h)l> (400 MHz, CDCls) dpfm : 1.75 
-2.30 (3H, n). 2.28.2.30. (3H, sx2), 2.32. 2.35 (3 
H, sx2), 2.59-2.70 (1H, n), 2.74-2.88 (1H, m), 3.0 
3-3.20 (2H. b), 3.41-3.49 (1H. ■). 3.52-3.78 (2H, 
m), 3.79-3.85(lH, ■), 3.91-4.11 (2H, b), 4.39-4.51 

(1H. ■), 5.17-5.29 (2H, b), 5.3K2H, s). 6.51, 6. 
71 (1H, dx2. J=7.1Hz). 7.52-7.58 (4H, b), 8.19-8.2 
8 (4H. b). 8.86-8.94 (1H. ■). 
MSW hJl> b/z : 729 (M+l)*. 

[0111JIQSPI 5 

(2S, 4 S ) -4 - 7-bf ;l^3T- 1 f ^- 2 - 
[ (3S) -3- [2- [3- (4--hD^y;W 

*i/ii)VX=.)V) /7-y7] r-fe^rsy] toy 
i^'y- 1 - A MiMH^I to y i^'y 

[0112] 
[ftlO] 



MB H 



NH-PNZ 



( i ) *#t. i Tn^ix^^ 

«3 (4 6 5mg)<OT-bhxhy;kSa[(10ml ) 
fc, N, N-i/MVTOtrnxf-^TSy ( 1. 6 3 
g) „ JS^eAo^;K2 89mgJ:) Jmi, 11^^ 

#Lfe. sum*- 5x:^m. mm3 - o> r 

^^tUt-fb^ife ( 1 . 0 g ) t N , N-xV VT-at/l/ 
7*5X1. 48g) <OT-fehxhy;K 1 5m 1 ) « 

50 (100m 1 ) £Jn;u 1 0%£JS*. St^te 
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-;U=9 : 1 . ^^T»Kxf-;P : _X:?y-/l^=5 : 1) 
(Cft L s T^ttOgEfl:^ ( 7 8 2 m g ) £ 

[0113] f^l-«®lRX^^ hfr (KBr) »/ai-i : 52 
95. 2950, 1685, 1639, 1549. 1522. 1448. 1347. 129 
0. 1110. 

VLSXIfhA' a/z : 550 (M+l) 4 . 
miSSgmxif hfU (400 KHz, CDsODJS pp.: 1.70- 
1.78 (1H, ■), 1.85-2.04 (1H, ■), 2.11-2.26 (1H. 
■), 2.28. 2.29 (3H. sX2). 2.34. 2.36 (3H, sX2), 
2.70-2.83 (1H, ■), 2.89-2.97 (1H, ■), 3.03-3.08 (1 
H. ■), 3.20-3.43GH, ■), 3.54-3.74 (3H, ■), 3.84- 
4.12 (4H, ■). 4.34-4.45 (1H. ■), 7.60-7.63 (2H, 
■), 8.22-8.24 (2H, ■). 

ymttvt (cwifeiWbsfc trim.) 

mnm-.C, 49.452; H, 5.772; N, 17.552; S, 5. 74%. 
HSHi:C. 48.292: H, 5.502; N, 17.452; S, 5.312- 

( 2 ) mmi*. m$r. ##h i -m^tt^it^ 

!&(500mg) fcN, yrotr^xf-^TS 
y (0. 4 7m 1 ) <OT-feh-M>/M8» ( 1 Om 1 ) 
CSftCAn^fO. 3 lml ) $r?ffTL30^ 

( 1 . 5ml) fcfci, 3gttfl3?1§feftfcfc£* 
( 1 . 0 8 g ) £ 5X:OTt«*>^-f OjDx^ft 1 1$ 

ATSS&LfcSL WMLt HSW&^yay* 
^ 7 A?n?h/ 7 7^- ( 1 0%y*y-7l//l®x 

f-'k vc 2 o %* 9 y-)V/ms.^-f-)V ) left u 

TWyTXVLCDmg.tt.&fa ( 1 . 0 0 g ) X 
*9 Y)V=f-9\±Wm<5- ( 1 ) <DR&m\Z-§LL 

[O114]HiS0| 6 

(2S, 4S) (tert- 
71-)Vtti/Z»U#-)l>) - 2-[(3S)-3-[2 
- [3 - (4--bD'<yy;^y*M^H 7Y 

-y/] r-tf^rsy] eoys;v-i— 

[0 115] 
[ftii] 



AcS S— 



(1) Sf^S*. N-Boc-trans-tKD 
^v-L-rol)y (83 3mg) ^T-feh-hUA' 



(15) ^2001-1 14759 
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(20ml) 8iKfc 1 . 1 ' 

^ (63 2ms) SrJni.. SAT 1 «Htt» LfcflL H 
JS011 - ( 2 ) T»Mufcfl:£* ( 1 . 97 g) fcN. 
N-S*4 V 7ne^xf^7 5 > ( 4 2 7 m g ) <OT-fe 

h_h'j;K40mi )mw&Mx.. msviva^m 

-f- (i/'J^y^l 2 0g. Mix*;k Kt^TIHIx 
10 f-^:y^/-^=8 6 : 14) (CftU Tt/pyrX 
#05 (2 S, 4R) -4-hHudfv-l- (te rt 
-7*Arit*i'*l1\'#->V) -2-[(3S)-3- 
[ 2 - [ 2 , 3 - t'X ( 4 -x h uKyiSfrttistJl, 

yr-i/j ] r-fef-^r s y ] tro y yy- 1 

— ( A^/ktfx/l,] toy 2 . 0 3 g ) 
[0116] fflmmx^t YiV (KBr) i/c»ri : 32 
98, 1739, 1644, 1555, 1523, 1347,1292. 1212, 1160, 
1064. 

mm&mx^t y-jv (400 mhz, cdci 3 ) ^pp* : 1.41 

20 (9H. s), 1.91-2.30(2H, ■). 3.25-3.32 (1H, m), 3.4 

3- 3.56 (2H, ■), 3.68-3.73 (1H, ■), 3.95-4.B (4H. 
a), 4.48-4.62 (3H, a), 5.17-5.22 (2H, ■), 5.29-5.3 
2 (2H, m). 7.50-7.59 (4H, b), 7.68-7.72 (1H, ■), 
8.20-8.29 (4H. m). 8.85-9.00 (2H. b). 
MSX"^ h/l b/z : 757(HH) + . 

( 2 ) gismsrt'. mme - ( 1 ) ~c®e>ixtzit-& 

m (3 57mg) (7)fh7tH077y(5ml) Jgiffi 
fcS-fcy. 9 VX)V*-)V (59mg). hV x*/|,T 5 
y (5 2mg) £Jn*.. 0TrC2B«afflfLfc. 3*>(C 
30 mt*9>X)Vib-)V ( 1 1 8mg) s h'Jxf-^TS 
V (104mg) S-JDX. 0X:-C2Kf^^Lfc. 
^ftjfcftBSxf-A- (15 0ml) £2m;l. iSS8*3?^ 
r-y7A*ig*ft(5 0ml ) . ffi»AJa*(5 0ml ) 

■areas* u iiTkKig^hy^ATnasL/^ 

TSHBLfc. SSi^y'J*y^7A?n7h/57 

4- (^y*y;l/35g. P8x^-;P:^^y-;P=9 
5:5, ttWCBffeX?-/l' : y?y-;P=9 0 : 1 0 ) 
fcttU *Sfet&*?> ( 2S, 4R) -4-y^/i^* 
x/M-^x- 1 - ( t e r t -7?-/M-=* v#/P*x 

40 /P) -2- [ (3S) -3- [2- [2, 3-b'* (4 
-xhn^yv^dfx^^x^) 2/rx^V] T-fe 
^-;UTS y ] tro y i^'y- 1 ->f ;^^x^] to y 
^(278mg) 5r#)t. 

[0117] mmMX^9 V)V (KBr) i/cri : 33 
26, 2976. 1739, 16%, 1646, 1524. 1348, 1170, 106 
3. 902. 

ffl8tS&MX^?V>i> (400 MHz, CDCla) Sppn : 1.4 
1. 1.42 (9H, sx2), 2.05-2.19 (1H, b), 3.05, 3.07 
(3H, sx2), 3.25-4.12 (8H, b). 4.49-4.62 (2H,b), 5. 
50 15-5.36 (5H, b), 7.52-7.59 (4H, b). 8.19-8.28 (4H, 
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■). 8.89-9.02UH. ■). 
MSX^9h)U m/z : 835 (M+l)*. 

(3) 131096 - (2) Tftt>ivt:fc& 
$3 (280mg) tf>N, N-^yf-^T-thTSF 

(4. 2ml )8?8fcf-*Iffit(87mg) fciSffiHry 

(20img) £jn;i. 70x:-ci^ia. soxrc 

2.5BSfa8H¥ L*. R«S^*lfe:»18xf-;P (6 0m 
1 ) fcjntf.. *«JI?rlO%:£iS*. m**^hU»>A 

/t- : y 9J-)V= 9 5:5. ^WCgflgx^ : y 9 J 
-^=9 8 : 1 2 ) fcttU T^7rX«cogE^ 
ft(106mg) £#>t. 

[0118] &Ht§y£!§X^? (400 MHz, CBCb) 
dvv* : 1.41 (9H, s), 1.68-2.21 (3H, ■). 2.35 (3H, 
s), 2.53-2.63 (1H. ■). 3.25-4.02 (9H, a), 4.18-4.2 
7 <2H, ■), 5.18 (2H, s), 7.55 <2H, d, J=8.8 Hz), 
7.84 (1H. d, J=7.5 Hz), 8.21 (2H, d, J=8.8 Hz). 

(4) if^St, N-Boc-trans-tHD 
^fy—L-Toyy ( 13 9mg)OTth-hi);l, 

(2mi) m&iz l.i' -trfrx-jwsj s yv->v 
do5mg) zMi. m&?iimmnLt:®. n*s 

053- (3) TH^ftfcfl^J (200mg) tN, N 
->M yratr;kxf-;WT $y(71mg)tf>y;?y- 
/K 1 m 1 ) SfSSrjDt. SST7I^Jfflf N , N 
yyotT/tx^TS ^ ( 3 6m g ) £ini.fc 



U*y;H5g. BHRXf-iP: *9J—*=* ■■ 1. W>-> 
Xm&*.1~>V:*9;-)V=7 : 3) fcftU T^P? 
yX:Rtf)(2S, 4R) -4-bHn^r>—l- (te 
rt-7+Mt*$'ilMfi=Jb) -2- [ (3S) -3 
- [2- [3- (4--hn<>'5;/^^^;k#- 
;k) /7-yV] T-fef-^rSy] tTo •)>->- 1 — f 
/l^jtfxyH to'Jy>(129mg) 
[0119] SfiBt^HIX^^ Y)V (400 MHz, tDCb) 
ffppa : 1.46 (9H, s), 1.80-2.21 (2H, ■). 3.35-4.05 
(9H, ■). 4.43-4.60 (3H, ■), 5.19 (2H, s), 5.58-5.6 
2 (1H, ■). 7.55-7.59 (2H, n), 7.74-7.80 (1H. ■), 
8.19-8.22 (2H, n). 

( 5 ) gssssa*. mmi - ( 4 ) Tn^fi*^ 

!BJ (578mg) . MJxf-ATS* (168^ 1 ) 
t „ 4-^^;WT5 y tf U y>( 2 9 m g ) cOT-fe h 
xhU;W ( 1 0m 1 ) igiKC. Jg-ffcy 9 >XlV*-fr 
(9 3jul£iBTU 0*C-C2. 5«W Lfc. Rfc 

s^jfcgHsx^-^srani. . mt*mi- h »J -7 A*8 

METigJUU:. *t8^£v y 
yu-7h^57^- (|^Xf-;l/:y^y-yW=9 5 : 



(16) 8^2 001-1147 59 

30 

5. 8wtB8x?-fl< : y ^y-;k=9 0 : 1 0 ) fcft 
U 7t;l'7TX«« (2S, 4R) -$-*+)VX)V 
-fc-lV** is- 1 - (tert- 7>;M-* 
/U) -2- [ (3S) -3- [2- [3- (4-xha 

y ] to y 1 - 4 A^jirfxAO to y y> ( l 
88mg) 

[0120] mbS&mTS*.? Y)V (400 MHz, CDCh) 
Sppi : 1-39. 1.42 (9H, sx2). 2.29-2.58 (2H. ■), 
10 3.07, 3.08 (3H, sx2), 3.38-4.05 (9H, ■). 4.42-4.58 
(IH.b), 4.52-4.59 (1H, ■), 5.18 (2H. s), 5.25-5.3 
6 (1H, ■), 7.54 (2H, d, J=8.5 Hz). 7.69 (1H. d, J= 
7.7 Hz), 8.20 (2H, d, J=8.5 Hz). 
MSW h/l/ a/z : 656(M+1) + . 

(6) SSSttS*. N-Boc-trans-bHo 
^fy-L-TD'jy ( 347mg) 0>T-th-hV)l> 

(5ml) JgfSCltSffcy 9 >Xfr*—)V (344m 

g) „ n, yrotr^xf-zi-rsy (465m 
g) zmt. -iox:?iBiiaw#uaL mM*3- 

20 (4) V%$>tvfiltt&te UOOmg) f;N, N-S^f 

yroe/i/x^rsv (3 1 omg) con, N-yy 
f-jkttk&rs mm (5mi) £jni.. ss-cusia 
ittfU:. mmmmm^i-^ ( i o om i ) £jn 

^rt8SS:10%AJ£*(5 0ml'C2I5I) . ffi<& 

is*50m i tjb»»»u i&mmi-h y^A-esasL 

7h/57^- (^y*^20g. »i!X^;k:y^y 
-)V=9 5 : 5. ^V^TftSx^: yyy-;k=9 
0:10) f+U 7^77X^(2 8, 4R) -4 
30 -y f-/l^/l/*x;M- * 1 - ( t e r t - y^-;^ 
=^^;^x;l/) -2- [ (3S) -3- [2- [3- 

7-fcf-/i/r$y] troyi/y-i -4)Utnu#-)\,~\ t: 

n'Jy>(2 06mg) h^r-y«H 
SS(?I6 - ( 5 ) Ofc^Bsfc-gcLfc. 

( 7 ) g^g*. mme - ( 2 ) Tii^iiy:^ 

% (227mg) <7)N, N-^yf-^r-bbTSF 
(2. 7ml )^?Kfc^Bie(3 5mg) fc^BH:^ 

W(75mg) Ztiai. ^V7WSimLt:. 

40 msmtzmm^i' doomi) tmz.. ^rai^io 

iiy^^Y^yy <- (^yXry;H5g. PKxf- 
;p : y ?y-^= 9 5:5, ^V^TltKxf-;P : y ^y 
-;p=9 0 : 10) fcftL. 7t^7rX««(2S, 
4R) -4 -*+)VX)i>-fr-)V**is- 1 - ( t e r t 
-7*)U7t* vOifrX-lV) -2- [ ( 3S) -3- 
[2-[3-(4--b D<^-/';m y-*;P^x;P ) 
^T-yV] T-bf-;PT5y] KuVW-\-A)\>ii 
50 /P*-^] tfoyy-'y ( 1 38mg) S:^. h 



(17) 
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ii^r-mm&m - ( 5 ) (^t^nz^uc. 
(8) sass«<k mme - m vnt>tix:tt& 

$» (1 3 5mg) <0N, N-y*?-/PT-fchT$F (4 
ml ) S?StC^Bffil(2 7mg) fcJSlHrS^A (7 
5mg) SrjDt. 60Xre2f$|g, 70TTC3. 5m$ 
SJf U:. RJBfi^DfcBfflexf-^ ( 6 Om 1 ) *Jd 

Urfc. BES8U:. 8SB5£^y#yno*?A?u 

7-^=9 5 : 5, U\rCffi&X.*}-)\>: *9J-)V=9 
0:10) fcftU 7**^7 rXtfO&fBfl^ ( 6 9 

m g ) xi? Yjx^f-^fmme -oxo 

[O12 1]fUfc0« 7 

( 2 S . 4 S ) -4 1 -yf-/P- 2 - 

[ (3S) -3- [2- [3- ( 4 -- ho^y 

^-^a^k^p) ^r-^y] r-bf-^rsy] troy 
i>y- 1 — f troy >*y 

[0122] 
[«2] 



NH-PNZ 



*&T. Sltt^6- (8) (0. 52 

g) <r)Wc*+VV (2. 0 0.0 iSifcfc. 4NJ£jfc* 
( 0 . 8 2.1 ) £Jni.. 5^TOH¥ Lfc 

^»<tfc»*<or-fe h-by/w (io«i) mmz, n. 
N-5^>f yrotr^x^r 5 y ( o . 1 4«i ) Jrjnx. 
5^S^L^ «EE&»iU:. JSStttaffift (0. 
1 2»i ) kTto*t*Jy (o. i9ii) i&irai., 5 5t:t 
i . 5mmmLt:i£. sjBM^nmEwmiti. m 

574- (-)"*7-f7 i ^^S3Xt>'-^7 5C18- 
PREP. 1 5g) tftU, *-7-bh-hU;K8 
0:20) £Ti8aiU:H#*£tf>. »5fcifc0glB-fc£ 
Vi ( 0 . 1 7«) Srftfc. h^r-^<iHiS^5 
- ( 1 ) <^b^B»K^Lfc. 
[O123JHJI0I 8 

(S)-l-(tert -7*)VJ[*i/i))Vifs-A,) - 
3- [2 - [3- (4-^hn\yy'my^z 

[01 24] 

[fci3] 



*tB!200 1-1 14759 

^SS+. USSWl - ( 1 ) Tl%t>iv£itiS® ( 2 0 
g)tf)N, N-y^f/l/*M7SP (20 0ml ) Jg 
«fc**I«<3. 3 3ml ) fc^lHr^A (7. 5 

9g) gfi-c-#st}?L£. K1E£-&%£»I? 

-f- (y'J*y/H20g, '.X 9 S—fr= 

95:5. &VVCi1«!X?-;l':;><:$'y-rt'=9 0 : 1 
0) fcftU -|y7nt;H-f^TI9*ft, ft»L 

»*tf>g£B&Wfc£1Sl (13. 83g) mt:. X 
^9 \->Wr-9\mtm3 - ( 1 ) Ofc#Hjfc-&L 
fc. 

[01251H8HH 9 

(S) -3- [2- [3- ^--ho^y^:**^ 

20 [0126] 
[ftl4] 

IH 



'"NHCO^N^NH-PNZ 

H 

ISttW3- ( 3 ) T&Mifcfl^* ( 2 . 5g)^^3fy 
£&@8i [di a i on/pa 3 12. y?y-;i^ 
( 1 . 51)] Tflt&U s£aia^«E^SL^ 

W^coSSBW^^HJ ( 1 . 9 3 g ) 
30 [0127] h/V (KBr) ^cnr » : 33 

83. 3307. 1656, 1608. 1553. 1521. 1433. 1382, 134 
8, 1292. 

m&S&MA^f h)l> (400 MHz, CDs OH) dppm : 1.62 
-1.75 (1H. ■), 2.00-2.14 (1H. ■), 2.70 (1H. dd, J= 
11.8, 4.6 Hz), 2.81-3.11 (3H, ■), 3.87 (3H. s). 4. 
21-4.36 (1H, ■), 5.20 (2H. s), 7.61 (2H, d. J=8.6 
Hz), 8.22 (2H,d, J=8.6 Hz). 
MSXIfhfr m/z : 365(M+1) + . 
[01281HSSW 10 
40 (S) -3- [2- [3- (4--YuKyV)l>**~s 

^r-vV] r-fef-zprsy] toy i/'y 



[0129] 
HU5] 



NH-PNZ 



•2H2S0 4 



(i) ##W4-(2) v®e>tuz{t&to (5. 00 
g) «ot-y^y-;p ( ioomi ) mmzu- (4-~ 

50 hn^yO^Jf^M^) - s -y yf-^ 
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%m- 1/2KKJS<6. 5 0g) 2r2ra^_, rtfi82-C 

T-6i^sMsasEUc. Rjsa^str-feh>(2oo 
■i) £to*o~5xx#^3 07KSHatfLfc». «fas 

LfcttftWR, SaSLT (S) -1- (tert-/ 
f-yksr^^*;^-^) -3- [2- [3- (4--h 

$y] tro'jyy ■ i/2KBnS(io. 50g)^ 
fc. 

[0130] ISS^HS*'*? Wl' (400 »fe, CDCh) 
Sppb : 1.41 (9H, s), 1.60-2.15(6H. ■). 3.18-3.57 
(4H, ■), 4.05-4.35 <3H, a). 5.26 (2H, s), 7.53 (2 
H, d, J=8.1 Hz), 8.17 (2H. d, J=8.1 Hz). 
(2) 0iCfe:^aiL^^/-;K6 5ml ) 
16(3. 6ml ) fcSTFU IQfem 0- ( 1 ) T#^> 
*utfl:£«» (10. 0 0 g ) 5rJni.^. I*JB4 0-CT2 
BSfSIifU 2 5T3£T-&»Lfc&. y>(y7nt;H 
(10 0ml) ZMz. 1 . 5B#igjffF Lfc. «ftH 
L^tga^JS. SaSLT. »*0^a^^5 (io. 
9g) 

[0131] tm5&mx^7 htU (400 MHz, D2O) 8 
PPB : 1.85-1.96 (1H. ■). 2.10-2.25 (1H. ■). 3.13- 
3.44 (4H, ■). 4.01 (2H, s). 4.31-4.39 (1H, ■). 5.2 
5 (2H, s), 7.48 (2H, d, J=8.6 Hz), 8.10 (2H, d, J= 
8.6 Hz). 

[0132]##fl 1 

(2S. 4S) -A-T^)V^^-l-^)V-2- 

[0 133] 
[flU 6] 



(1) (2S, 4R)-l-(tert-m^* 
)VX-)V) -4-t Ka^tuyy^Mf^K- t 
e r t -?*A,X.X=rA' ( 3 . Og) r r-7t Fu 

75V (3o«D wtwu *#t. n, ti-wvr 
ae^xf-^rs> (3. 2g) fcio*. &wc\ JSfl: 

^^X^K2. 8g) £iSTU ptST2iSfa 

BSmtt:^ SMKHlxtA' ( 1 5 0.1) £Jn 
* ( 1 0 Onl ) ^we&iftfejg* ( 1 0 Oil) <wg 

EE«8Lfc. !SS^yWy^7is?n7h/77 
■f- (mttl#VS''.J*9 r A'6 0N : 180g, 
^^^:»»Xf-;P=6 5 : 3 5. ttWCS^O'** 
: »Kx^= 6 0 : 4 0 ) fcftU »5fctfcO ( 2 
S, 4R) -1- (tert-7"h^y*M-;H - 

4-^f-;Px/p*-;P^>'b:DU>'*y^;i'^yK- t 

e r t -7'fA'IXf/l' ( 3 . 5g) 
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[0134] Tm&WSU^t Y)V (KBr) t/ «bx c 
r»: 1751, 1725. 16%, 1410, 1366.1350, 1178. 116 
9. 

tm5&&*'<9 Y>V (400 MHz. CDCh) 8 ppn: 1.4 
5, 1.47 (18H, sX2).2.19-2.26 (1H. n), 2.52-2.69 
(1H, ■), 3.05 (3H, s), 3.70-3.88 (2H. ■), 4.28-4.3 
6 (1H. ■), 5.23-5.25 (1H. ■). 

(2) mm- (i) z-matuzit&fa o. o 

g)<ON, N-is*1-)UT-bbT$V (3 0nl)l§i& 
10 f-5T»» ( 1 . lg) t^iS-b^A (2. 3g) £ 
Jnt. 7 0^T1. 5VjfflmLt:. BUE&H&Sizmm 
xf-yK l 5 Oil) ital. lo%:feg* < ioo> 
i) . *(ioo«i)st^te«^e*(iooBi)o«T 

4- (Jmi1tfmi' t Jil'!fJ\'6 0N : 1 5 0g. 
y : 7-br--MJ*=9 5 : 5) tcRJU »*tt<0 (2 
S, 4S) -4-T-bf-yPf-^-- 1- (te rt-7F 

^v^/Mfx^) to y i?y#A>#yWt -tert-y 
20 f/HWK2. 3g) Sr#3t. 

[0135] ^ft&lfiJDU^? (KBr) v max c 
r': 1751. 1703. B97. 1366. 1254.1149. 1123. Ill 
3. 

ffl&^gmz.^? Y)V (400 MHz, CDCh) 8 ppn: 1.44 
-1.48 (18H, m), 1.89-1.97 (1H, n). 2.32 (3H, s), 
2.65-2.80 (1H, n), 3.27-3.39 (1H, m), 3.91-4.01 (2 
H, n), 4.16-4.27 (1H, a). 

(3) ##Wl- (2) T&S»*lfcfl:£* (0. 6 9 
g) «D«g? ( 3 . 5il ) jgfcfc. 4 NJSflyk^/lfKx 

30 f^(0. 7 5al) SrJllX.. 45*CT13. 5^Sfl^ 

«0(2S, 4S) -4-7-fef;l'f*-2-tD'Jy> 

• ( 0 . 4 2g) 
gia^tfliA^ (400 MHz, D*0) 8 ppn: 2.21- 
2.30 (1H, ■). 2.38 (3H,s), 2.86-2.93 (1H, ■). 3.42 
-3.47 (1H. ■). 3.84-3.89 (1H. .). 4.13-4.20UH, 
n), 4.47-4.51 (1H, i). 

( 4 ) *#T. mMmi - ( 3 ) -IMhtlitte&to 
40 (0. 4 2g) (Omittl-Uy (5-1) N, 
N-y>( yrnt^X^TS y ( 0 . 2 9ml ) SrJn 

m&(0. 29nl) t*>U-?yy (0. 45il) $-ip 

5 5-C-Cll^^ffLfc. s^^«j$raEa«i 
U «®%2rx^x-r^-ca^ t*>t-v 3 V 

4- (^7^X^^S3X*^-;k7 5C18-PR 
EP 1 5g) fc:P»L. Mzxm&LKWftZmb. » 
*tt<7)SlSfll-&% ( 0 . 2 lg) ZWz. 
50 [0136] ^Ht8«IIIU^^ (KBr) u wax c 



35 

a 1 : 1699. 1683. 1622. 1361, 1307,1202. 1116. 
tmg&M*'*? WW (400 MHz. D2O) S ppi: 2.16- 
2.22 (1H. ■), 2.38 <3H, s), 2.96-3.04 (1H. a). 2.9 
9 (3H. s), 3.69-3.78 (2H, ■). 4.06-4.10 (1H, ■), 
4.22-4.28 (1H. a). 

(5) mmi- <2)T^*X*:fl:#!U(0. 69 

g) £S5$ o. 5-D «gjgu 4umxm/tm 

xf;KO. 7 5al) -SrJni.. 4 5XTC1 5^SJ^L 
fcfc. N, N-^Vrotr^xf-;PT5y (0. 4 6 
■1) t*tl>'?0> (5. 3 0al) fcflox., 55*CT1. 

7 4- (^7-fx^^S!3^ : E^-;l'7 5C18-PRE 
P 1 5s) fcfflU *CT}gaiU:»}r5-*tf>. »3fctf 
<OgfEfl:#Bj ( 0 . 1 8g) ZMx^? h;kf 

-?\tmm 1 - ( 4 > c^^^-gt us. 

[0137]##« 2 

( 2 S . 4 S ) - 4 -Kyyj M-it- 1 -*f*- 2 

[0 1 38] 
[41:17] 



(1) ( 2 S . 4 R ) - 1 -TV)V**isiS)VX-)V 

*xxfx;K6. 6 0g)£N. N-i^f-/WvPA 
TS Y ( 1 3 5al ) ^»L. ^WBMHKa'J** 

(7. OOg) SrflDX.:. 7 0TrC2B5fSg#Lfc. EJS 
8#fe»fcBI«xf-;W ( 5 0 0 il ) £■ Jni. , 1 0 

(30 0b1) . * (3 OOal )&#&»&£* (300 

H7h^77^- (^gy'J*^P6 0 : 150 
g. ^y-fe'y : T-b h- h !M—9 9:1) {C»U ffll 
«tf> ( 2 S. 4S)-1- (TUAoT^^il^^) 

umfyi' ( 5 . 6 og) 

[0139] j&MMJKX*l? WW (KBr) */ aax c 
r»: 1751, 1710, 1666, 1449, 1407.1341, 1210, 118 
9, 1177. 

ffiasyesx't? hp (400 mhz, cdcu) <s ppb: 2.10 

-2.20 (1H, a), 2.82-2.% (1H, ■), 3.49-3.58 (1H. 
■). 4.16-4.24 (2H. ■), 4.47-4.72 (5H, ■). 5.12-5.3 
6 (4H, a). 5.83-5.99 (2H. ■), 7.44-7.50 (2H, ■), 
7.54-7.61 (1H, ■), 7.90-7.92 (2H. ■). 

(2) mm2- (l)T»«ut:ft-ft«i(0. 38 
g) , fh5^ ( hU7xX/W*X7-f » IVW*? 
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-MO) (0. 06g)2«A BtK(0. 30g)Olgfl: 
(2 0nl)S§i&fc:. MSfcT. **fchU-n 
-7>*+-f<0. 64g) *in£3 04H8HI*Us. 
RJBE^fc:. ty^'y (0. 4 Oil) Ztot. «ffi§ 

7- <- (^*7'f7 i x^SrJXt^-;l/7 5C18-PRE 
P 1 5g) fcffiU *-**y-;M5 0 : 50) fcT 
}mi}L*:B#£*tf>. ( 2 S . 4 S ) -4 
>Y<lAff'*-2-\:n})&>1nMf>miO. 23 

10 g) 

[0140] fSftHMUDU't? h/P (KBr) >/ nxc 
r': 1620. 1581, 1450. 1389. 1360,1320, 1212. 
tmS&m*'*.? htU (400 MHz, CD3OD-D2O) S pp.: 
2.42-2.31 (1H, a), 2.89-2.96 (1H, ■). 3.45-3.49 (1 
H, ■). 3.88-3.93 (1H. ■). 4.19-4.34 (2H. ■), 7.53- 
7.58 (2H, ■), 7.69-7.73 (1H. a), 7.94-7.97 (2H, 
a). 

(3) mm2- (2) Tft£*Ufcfc£% (0. 19 
8)C.»1(0. 1 lal) fc*;Wvyy (0. 15a 
20 1) SriD*. 5 5r-Cla*|BHI»l.fc. SUEfi£i|Js£« 
EBMU BH^£x?-Ax--r /I'taH* Lf*yf- 

(^^'fTX^g3X ; e^-;U7 5Ci 

8- PREP 1 5g) fcRtU *-^^-/K50 : 5 
0) fcT*HJUSaWr«IW>* 7^7TXR0«efl: 
#H»(0. 12g) fcfcfc. 

[0141] Saa^ftiSX^^ hfr (270 MHz, CD3OD) 
5 PPa: 2.20-2.38 (1H, a), 2.45-2.82 (1H, a), 3.00 
(3H. s), 3.52-4.55 (4H, a). 7.38-7.56 (2H. a). 7. 
30 59-7.73 (1H, a).7.83-8.00(2H,a). 
[0142]##fl| 3 

os) -3- (2-rsyr-bf-^) rsy-i- 

( t e r t -7"^Jt^^^;P.-Kx;P) tTo >J S/y 



[0143] 
[ftl8] 

"^^■"NHCO^NHa 

(1) ( 1 5. 37g) (OT-th-hV 

40 ;K 2 2 0 m 1 ) gSfflttCN. N-^/M^A^ $ TV 
-;K 1 2 . 4 8 g ) £iU*.SiaTl BMBHHf Lfc. R 
«ftd***fcT» (3S)-3-TSy-l- (ter 

t -y^t^^rt'tf-^) to y 5>y < 1 3 . 03 

g ) <OT-b h-h y/W ( 1 0 Oal ) iMi&jgTLaa-C 

1. 5\mtmtK. wmtftoimmu mm 

g^X^=2 : 8. : *Kx^= 1 : 91£ 

50 I ^T»Kx^;l, ) fcf+L. *SfeT*;P7 r X«0 ( 3 S ) 
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- 3 - ( 2 -0 : J)V**i/tt)V#—)VT$.;T*a1- 
W7Sy-l-(tert -I^Vit^isiDVit- 
)V) en'Jy'y(21. 3 8g) 

[0144] mmgmx'*.? h/u mo mh z , cdcu) 

Sppb : 1.46 (9H, s), 1.70-1.90(1H, la-), 2.06-2.20 
(1H. ■), 3.05-3.26 (1H, br), 3.30-3.47 (2H. br), 

3.55-3.66 (1H, ■), 3.84 (2H. d. J=5.7 Hz), 4.37-4. 

50 (1H. ■). 5.13 (2H, s), 5.40-5.56 (1H, br). 6.38- 

6.45 (1H. br), 7.35 (5H, s). 
(2) mm- < 1 ) Oft^fc ( 2 1 . 38g)<0 

X*y-/P ( 3 5 Oil ) mmiZ7 . 5%A7y->A-ft 

mm (6. og) ztat. 35x:. i$&x-2 0im 
mzmstt. frnzFrntt:®. mmmtx* 

&ti&vmMititfto (13. 94g)£#fc. 

[oi45] tmsmmx^? hjv <zio mz. cdci 3 ) 

3 Pfm : 1.46 (9H, s), 1.73-1. 93(1H, br), 2.08-2.2 
6 (1H, ■), 3.08-3.57 (3H, ■), 3.35 (2H, s), 3.57- 
3.70UH, ■), 4.40-4.56 (1H. m). 
[0146]##fl 4 

OS) -3- (2-rsyr-b^) rsy-i- 

( t e r t -tt/VttiotitW-fr) eoU v> 
[0147] 
[fcl9] 

_f ^"'NHCa^NH 2 

(i) s^s^ *&T (s) -3-rsy-i- 
( t e r t -^i/^^;^-;i/) to'j i?y 
(5. 5g) OJSfl^f-^y (55ml ) MJ 

x^WT$y (3. 29g) t?nnW/^n»JK 
(5. 5g) fcjD*. BgST*2I^^L^. RJB&£ 

«9fcBtBfx^ (200ml) SrJox. 3f«B£*. & 

mtm*x'm&mu m*.mi-\-vvj*x&MLt: 
mErwmtx. mmnnis) -3-?unr 

■t+A>T$S- 1 - ( t e r t -71-)V**i'1l)V#- 
;Hfa 'Jy'y(7. 7 5 g ) LTftfe. 

[0148] fS#r|g®JRX'<.? (KBr) x/ci-i : 33 
28, 2978, 1671. 1547. 1421. 1367. 1159. 1112. 
tm5SgmA'<? htl (400 fflz. CDCls) dppm : 1.47 

(9H. s), 1.82-1.97UH. ■). 2.18-2.41 (1H. ■). 3.1 
9^.34 (1H, ■), 3.38-3.57 (2H, ■), 3.66 (1H, dd, J 
=11.5, 6.3Hz), 4.11 (2H, s), 4.43-4.52 (1H, »), 6. 
66 (1H, br).MSy/<:?r-/l/ m/z : 263 (MU)*. 
TSgfr&r (CiiH^foO&Clfc LTft&) 
ftgfi: C. 50.29X; H. 7.29X; N, 10.66Z; CI, 13.49 
Z. 
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Hfflfi: C. 49.99Z; H. 7.06Z; N, 10.60Z; CI. 13.50 
X. 

( 2 ) ##014- ( 1 ) X^tUtit^ 

(200mg) W^y-;K4ml ) SJSfcH^ft 
■fr-'J^A (342mg) fc28%T>' : e-T* (4m 
1 ) Ztaz.. SaT2 0i^«¥L^. RiBS^SrM 

EE$ytiU *(20mi). mnAvvj*. mtothv 

•>ASrjDX.JS^^^TttaiL3t (2 0m 1T6 

E) . *tg)i^*i*«si^hy>ATiiagL^ «e 

10 TS18LT . aMfcOgfSft^fo ( 1 6 1 m g ) 

h/UT-^it. ##fl3- ( 2 ) coitSVHZ-Sl. 

It:. 

( 3 ) SSI^SST. ##094- ( 1 ) X-%t>ixMt£ 
%(5. Og)0W, N-^^/k^ATS Y (50 
ml )«SKt:rs^fc*-hU«>A (2. 47g) 
1 0 0'CC3«iaiIJ'f Ufc. «68£ilifcB*xf-*5 
OOmlfcjD*.. 10%^B* (300m 1-C30) „ m 

warn*** doomi) -cifc^u wmzm. 

Og. 'v*^ : BMxf»*= 1:1, *>vf 1 : 5 ) (C 
ttU 7t^7rX«0(S) -3-T5>KT*frt'T 
5 y- 1 - 1 -~7j-)V**tis$)i>#-)\>\:x3 y >v> 

(4. 4 7 g) m^r^i: LTS§7t. 
^KfiB^tqlX^^ HP (400 MHz. CDCls) Sppm : 1.47 
(9H. s), 2.14-2.23 (1H. n), 3.12-3.33 (1H, m), 3. 
36-3.51 (2H, ■). 3.64 (1H. dd. J=11.5, 6.2 Hz). 4. 
01 (2H, s), 4.41-4.51 (1H, ■), 6.36 (1H, br). 
MSX^ Y)V m/z : 270 (M+l)* 
30 (4) ##H4- (3) X1&t>tUZtt£to (1. 08 
g) COy? 7 -A- (21. 6m 1 ) ?g?fffc2 0%*gHfc 
^7y'W-Sa5 ( 1 . 08g) frill*. . Sffl. SET 

7 3mg) tut:. x*.7b>wf-mmm- 

(2) cOfc^fotc-gtUi. 
[0149]##fll 5 

(1R, 5S, 6S)-2-[(2S, 4S)-2- 
[ (3S) -3- [2- [2. 3-t*X (4--hD'<. 

40 y : J)i>tt i/i>)\sX-)V) ^r-^v] r-b^rs 
y] tny^'y-i-^^w^H -l-yf-^tf 
oU^-4-^y^jr] -6- [ (1R) -1-bH 
odf>-xf-;l^] - 1 -y 1 -^;l/>'N*'<y-2-x 
A-3-*;P;KyK 4 --YuKy^iV^Xy-tV 
[0150] 
[<b2 0] 
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(2S. 4S)— 4-7-fef;H-*-2-[ (3S)- 
3- [2- [2. 3-t'X (4--\-X30 t J)VJt*i» 

- 1 — f/MMWfcyi'] - 1 -yf-^boy s;y ( 4 . 10 
3g)<0N, N-v^/^/WATSK (8 6m 1 ) }g 
iftfct H5x> • BBS (6 5 2m g) Srani.MfflT4l^ 
l3fiffU:. RJEflt^HjC ( 1R, 5R, 6S)-6- 
[ ( 1 R ) - 1 - b Hn^yif;H - 1 -y ^-/P- 2 

-y^i-w^^u^y- 1 -*;w^y-2- 

X^-3-*y^VK 4 -- r- x/UXfiP 
(3. 53g)i:N, N-5MVTnKJkx**TS>' 
(1. 34ml ) S-UDi-3 0X:-C3BSRi5tJt. R 

'j*y^5A?o7h/77^- (i o%^^y-^ 

: X-- f^= 1 : 1 lzTWttm-&Z fcfcriO 



= fe»*WgEft^ ( 4 . 0 2 g ) 
[0151] **r8U»JDlX'*7 1-/1- (KBr) u max en 
- 1 : 3336, 1772. 1741, 1688. 1643, 1610, 1522, 144 
7, 1378. 1347. 

m&#mX'*.>> Y)V (270 MHz, CDCb) Sppi : 1.17 
-1.40 (6H, ■), 1.64-2.40 (4H. ■). 2.33 (3H, s), 2. 
47-2.80 (2H, ■), 3.00-3.38 (3H, ■), 3.46^.83 (5H, 

■). 3.93-4.60 (5H, a). 5.12-5.54 (6H. ■), 7.21 (1 
H, d, J=6.5 Hz). 7.46-7.70 (6H, ■), 8.10-8.28 (6H, 

»). 8.80-9.10 (1H, br). 11.60 (lH.br). 

[0152]##fl| 6 

( 1R, 5S, 6S) -6- [ ( 1R) -1-b Fn* 
^xf-;|/] -l-*+)V-2- [ (2S, 4S) -2- 
[ (3S) -3- [2- [3- (4--haKy^tV^ 

*$/ib)VX—tv) fT—iSs] r-tf-^rsy] troy 
t Jy-i-4iv*)i'-#=.)\''\ -l-.xfvuroy^y- 
4-^;^^] -i-^w^y-2-iA-3-*^ 

4 -^ha^y^'yUxx-f^ 
[0153] 
[4121] 




H-PNZ 



(1) (2S, 4S) -4 -Tbf-zH-*- 1 -y^- 
yU-2- [ (3S) -3- [2- [3- 

/] tn'J 1 —f Atf;WfcyH bo y i?y 
(i. oo g) co^^y-;K2 0mi ) s&Sfcroxn? 

th'JWf5-M98. 3mg) £Jui.miafll 
(0. 4 6ml) ^jDi.«ffiji«Lfc. SgifiSliN. N 

-3**f*iM«A73 K(lOmi) ig?8£i§j»U * 
&T(1R. 5R, 6S)-6-[ (lR)-l-tH 
o^f^X^] - 1 -y. +)V- 2 -y'7i-WX* 'J 

1 -^;^N'^y- 2 -xa- 3 -^/MffK 
4--hn<>'<;^f;Kl. 08g) fcN, N 
-x-f V7*nb;kxf-;PTS V ( 0 . 3 2ml) ON, 
N-y'y.^*^A7$ K ( 1 Om 1 ) JgiSfcfllli.. 0 
TTC-fcRASU:. Rl»im SiCS^?^ 1 XSSMt 



n7b/77<-{>^y-^:iffl!Xf^=l : 3. 
WL\^X*?J-)V : m&tf->V= 1:2) KftU gin 
ft^(975mg) mtz. 
[0154] 1&miRlRX'<? hfr (KBr) vnax cr i 
:3384, 3113, 3080, 2970. 2875.2789, 1770, 1643, 1 
40 609, 1522. 1450, 1379. 1346. 1322. 1287, 1209, 118 
1,1136. 1109. 

WBS&MX'<7 r-'l' (400 MHz, CDCh) Sppm : 1.08 
-2.22 (6H, ■), 1.75-2.26 (6H, a), 2.44-2.76 (2H, 
■), 2.89-3.00 (1H, b). 3.03-3.15 (1H. ■), 3.18-3.6 
5 (6H, ■), 3.68-3.90 (3H. n), 3.93-4.06 (1H. ■), 
4.13-4.35 (2H, ■), 5.05-5.15 (2H. ■). 5.30. 5.45 
(each 1H, d, J=14.1), 7.58 (2H. dd, J=8.8, 2.7 H 
z), 7.74 (2H, d, J=8.7 Hz), 8.18-8.33 (4H, ■). 
[0155]##W 7 
50 <1R. 5S. 6S) -6- [ (1R) -1-hFn* 



(22) ^200 1-1 14759 

4 1 42 
vXf-/H -l-*+)V-2- [ (2S, 4S)-2- * 4-.f;l^-3j-] - 1 -^AXy-2-XA-3-^ 
[(3S)-3-[2-[3-(4 --hD^y'M tfVK 4 -xftKy^XAr/l' 
^f^;^-yW) ^r-^V] T-fc^/PTSy'] t*n'J [0 156] 
> ? y-l-^/i'*/^-;i/] -l-yf-juray^y-* [ft22] 




( 2 S , 4 S ) -4 -T-b^H-^-- 1 -^/l/- 2 - 
[ (3S) -3- [2- [3- (4-xbo^yi^M- 

jfv*;^-;p) ^r-vV] r-irf-^rsy] troy 

y'y- 1 eo U ( 5 0 0 m g ) 

ff>3L?S-)V (5ml) $?8fc:4 H&fcmffi&^& 
;K2. 7ml ) $:Jni5 0X:T-3iera^L^. RJE 

N-y^fM^A7$ H (10ml) KtgMU 
TN, N-S^ VTatT/kx^/i/rSy (0. 63m 
1 ) t (1R. 5R. 6S) -6- [ ( 1R) -1-h 
Kodf^xf-zH - 1 2-y'7i-;P*X* 
•J/M-3f ^- 1 -#;i^</<y- 2 -ia-3 -#A-5if> 
S 4 -^hn^yy/HXf^ ( 5 4 1 m g ) ZMz. 



0%*?y-^/iH8x^) fctfU WmtOrtfl (4 
4 6mg) ZWc. Z(?>i>Mi. ffimmLA*S-7hfr 
AVmiS&mx^? h;Wci>V>T##H6 - ( 2 ) T 

[O157]##0« 8 

(1R. 5S. 6S)-2-[(2S. 4S)-2- 

[ (3S) -3- (2-jrrxvvr^;wT5y) tr 

20 o U •/>- 1 —i )Vii)V-$-)V~\ - 1 -*-f-fr\£z> >J v 
y-4-^f;H-^] -6- [ (1R) -l-bKo**' 
X^-;U] - 1 -X1-)V- 1 -*;WN"^y- 2 -XA- 3 
-^;i/sKyK- i/2x^y-;p 

[0158] 
[flS2 3] 



•l/ZCgHgOH 



(1R. 5S. 6S)-2-[(2S, 4S) - 2- 
[ (3S) -3- [2- [2. 3-h'X (4-~ha"t 
y^/M^a^x;!,) /7-^7] T-fe-frl/TS 
/] tro'j s/y- 1 ->f ;Mr;M*x/H - 1 -y?-/n; 

WJi?>-4-4lW'*1 -6- [ (1R) -1-tF 
o* yxf;H - 1 -y^-;P- 1 -jfr/k^y- 2 -x 
i\— 3 -#^tfy& 4 -x hn<>is)i>3iz.7-/l> ( 1 
0. OOg) Wfh7bH77> (250ml ) -* 
(15 0ml) mmz7. 5%>*yis*7J»-Sm ( 5 
3. l%*^f) (10. 00g)£fln;u 35-C-C« 
#L&*^*S£2l$I^JK3-e*:. UHffrrS'lU S 3 
«£x-r/l-Tifcj*Lfc&, * y:7Vy7 a /k*--CP 

»i/c*»6. »5 om i £-&m$mitz. mmiz. 

x*y-;H 0 0m 1 frill* . mmtXVi&Lttifki: 

X^y-yl/ : ?K=2 : K x?y— ;K X— -f;KD 
IBTifcEK «£U MfefeF B Ogl£fc£ft (3.30 
g ) A 




* [ 0 1 5 9 ] Hk£ 235-250X: (5MB) . 

[0160] *W®JDIX^^ (KBr) max cb 
" l : 3405, 3344. 3273, 3207, 2969,2883, 2795, 1760, 

1673. 1644, 1591, 1553. 1452, 1415, 1381, 1370, 1 
341.1311. 1283, 1255. 

Hmg&mx^? Y)V (400 MHz, D2O) Sppn: 1.15-1. 
25 (4.5H. b), 1.30 (3H, d. J=6.4 Hz), 1.57-1.72 (1 
40 H. m), 1.93-2.13 (1H, ■). 2.15-2.35 (1H. a). 2.27. 
2.29 (3H, sX2). 2.68-2.88 (2H, b), 3.08 (1H, d. 
J=10.7 Hz), 3.29-3.73 (7H, ■), 3.75-3.93 (2H, b), 
4.01 (3H, s), 4.16-4.31 (2H, b), 4.37-4.49 (1H. 
b). 

im^ti (C23H35N706S.l/2C2H60tL-Ctt«) 

§mm -.C, 51.412; H. 6.83X; N, 17.49Z: S, 5. 722. 
mm-.C 51.13Z: H, 6.96X; N, 17.17X; S. 5.72X. 
[0161]##flH| 9 

(1R. 5S. 6S)-2-[(2S. 4S)-2- 
50 [ (3S) -3- (2-/7-^77^757) t 



(2 3) $#§12 0 0 1-1 147 59 

43 44 

>-4->f;H-Jr] -6- [ (1R) -1-bKodfv [0 16 2] 
xf-rtO -l-*^/P-l-#/W^y-2-xA-3* [-ffc24] 




(1R, 5S, 6S) -6- [ (1R) 10^*) S ppn: 1.28-1.46 (18H, ■). 1.80-1.92 (1H. m). 



vxf-;!-] -\-*^-A>-1- [ <2S, 4S) - 1- 
X+A>-2- [ ( 3S) -3- [2- [3- (4--h 

5 y ] to y 1 -> f ;M^#x;H to y Vv- 
A-4Mr*} ~ 1 2 -XA- 3 

4--h n\yy>XXf/l' ( 1 1 2mg) CD 
xh^t K75y (2. 2ml)-*(2. 2m 1 ) & 
?gfc:7. 5%^5^A-|^(5 3. 1%*£#) 
( 1 1 2m«) £JDX. 3 5X;T8#L&*>*£>*3g£2 
BSSiRJKSltt:. MttfflMU ^iS^x-r^T^ 20 
Lfcft. ^^y^A^-T^SLTA^ fSliil 
i"C«ffit*iU:„ mm\z. x?y-^2m l £Jn 

I?SL^. WJUt^aSrnR, x^y-;P : *= 2 : 
K x?y-/K x-x;KD«Ta», 8JSU itfe» 
*£ B B B <D&ffrfc£!fel (45mg) £<Dt>tf)«i. 

Lfc. 

[0163]##fll 10 30 
(2S, 4R) -1- (t e rt--7y*i/J])Vit— 
)V) - 4 - 1 KO=* vtTO »J x'Vtf/PtfyK - t e r t 

[0164] 
[fc2 5] 



(2S, 4R)-l-(tert-n^Wx 40 
;l/) - 4 -t KD^ytD y i;>tl)V7K>M (1.31 

gjfciS-fb^y^byx^rytx^A (2. 2 8 

g)tf)N, N-^^;WT^^5H (8 0m 1 ) mWilC 
m<btert-^f-;K4 5. 7ml ) fc^I^'J^A 
(30. 4g) ^JP^5 5*CC3 0I^JfflfL^. £J5 
S^tiffisx^^jni.. io%AJS*. tm& 

mmtx. mm^mmm&h ( 2 . 3 6 g ) 

[01 6 5] tmg&m^tVfr (400 MHz, DMSO- 5S50 



2.02-2.16 (1H, ■), 3.18-3.45 (2H, ■), 4.02-4.11 
(1H, ■), 4.18-4.28 (1H, ■). 
[0166]##tH 11 

(2S, 4R) -1- (tert-mW*- 

S'tert 
[0167] 
[ft2 6] 



MsCk 



(1) *&T\ (2S, 4R) -1- (tert-/ 
h^S^A^x/lO -4-bKadE-^toy^y^l/^ 
>»(2. 31g) thyx^TSV (1. 39m 
1 ) mXkWLt+VV (50ml )ig?fcfc:?nuhy 

^f^7y ( i . 2 7mi) imrttz. m&x'im 

SSJfLfc®. *^Th'Jxf-^rSy ( 1 . 6 8m 
1 ) *mx.Xfrt>&tt.X?>Xfl-*-)V (0. 9 3m 
1 ) SrSSTU gSTllBffaflBf L*:. RlES^ft2r« 
ffiUBLfctS. «®1»t:»i5x^$:jDi.T*^. 

iaaau:. «ett^vy^y;^7A^o^b^77-f 

- (^y-tfy : r-fe hxh y;i^= 9:1. Ky*y •. r 
■kh—hVfr^B : 2. gwt^y-fc'y : T-tehxhy 
/P=7 : 3) fcftU 7W7rXtt« (2S, 4R) 

- 1 - ( t e r t -fY^^HlV^-)V) - 4 -* W 
X)Vfc-)Vtt vto y i/y ( 2 . 2 2 g ) 

[0168] mm^MX^ Y)V (270 MHz, CDCh) 
8 ppb: 1.33-1.58 (9H. .), 2.25-2.83 (2H, m), 3.07 

(3H, s), 3.63-3.82 (2H, n), 4.37-4.60 (1H. m), 5. 
20-5.33 (1H, n). 

( 2 ) *#T. mm 1 - ( 1 ) T#^>il^fl:^ 
(1. 30g) <Dfag7-fehxhy/M50ml ) 
fc, y-tert --r+)Vi?1j—if&— V ( 1 . 3 7 
g) . byxf-^TS^ (0. 88ml ) fc4-v>f- 

/wrsyey^xo. 0 5g) ^Hn^ST-ffiR^ 
L£&. 4 0-C-e2i$|tHf#U;Lfc. RjS&^fefcgt 
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Sx^=6 5 : 3 5. ttrVCS/^O'vfr-fry : »Sfx 

^= 6 0:40) tttu vrt&mmmitsv)) 

(60 0mg) #8^^ r-/kf-?te##0* 

1- (DOtt&totz-^ilt:. 
[O169]##0<l 12 

( 2 S . 4 S ) -4-T-fef-;H-3j-- 1 -^^P- 2 - 
boy^'y^^y^ 

[0170] 
[fc2 7] 



10 



(1) *3Wfc^MI»>A (6 0%SSAS 
S) (4 32mg)^N.N-i/.*^P*;k£»r$K 

(25ml )@)S?K^ SaT(2S, 4R)-1- 

n y =Jyi))VX>W. ( 2 . 5 0g) ^'y§cf-mx. . ifcfc: 20 
mfcTVtV ( 1 . 9 6 g ) £S5TU R 

3:1) fcttU Hk®m<?> (2S, 4R) -1- (t 
e rt-yhdfv-^ifx^) -4-t Ko^tfny 
S^'y^tfyK • TVArXXfrAr ( 2 . 8 6 g ) 
fc. 

[0171] ftfmmLX^? hfr (KBr) » max c 30 
r»: 3443, 1749. 1702, 1680, 1547.1479, 1455, 141 
4, 1369. 1341. 

imSSgMX^? h)U (400 MHz, CDCh) $ ppi: 1.4 
2. 1.46 (9H, sX2), 1.78-1.90 (1H, ■). 2.03-2.16 
(1H. ■), 2.22-2.38 (1H, m), 2.40-2.68 (2H. ■). 4.3 
8-4.74 (4H, ■). 5.19-5.39 (2H, ■), 5.86-5.98 (1H, 
■»). 

MSX^hiU m/z : 272 (H+D*. 

(2) (2S, 4R) -1- (tert- 
-7Y*ist))V#-)V) -4-bKaafytfoyyy*;l/ 40 
tfy&(5. OOgJfcr-yxfvPTSy (3. 34m 

1 ) ON.N-i/^MvkkTS H (25ml) 888 
fc.^7U;K2. 88g)£8TFU 6 0X^39* 

tmmmmi- v y ^a*^ g»£is*-cifcft u 

mti/VXy/Miy^xi-vVr^y 4- (^ftry : 
1*8x^=3 : 1 ) fcftU fcfeilM&D (2S. 4 
R) — 1 — (te rt-7h^fy*M^l') -4-b 
Fo* j/tfaij y'ytfrt'tf y& • ( 5 . 50 



(24) ^200 1-1 14759 
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0 0 g ) #S;W r-^T-*<2##0l 1 2 - 

( 1 ) Oft^Hsfc-aL*:. 

( 3 ) sigmiS'K o-cx-mmi 2- ( i ) -cm 

fut-fc^B) (4. 90g) th0XWT$> (2. 2 

og) o-fh^bKQ^^y <6 0m i ) mmiz. tS-ffc 

^^W.;;K2. 28g) £?BTU 0*C-C30 
4HSL S3-C2. 5B«3HIffLfc. SKS^ltftlSx 
^fcirai.. 10%£<g*. &ftl*II**-)-r-y>7A. 

mmmix-mt. mmtt h y *&t«s»u: 

- Cv*iry : fflq&x^=2 : 1 . awcv*i>-y ■■ 
w&x-i-)v= 1:1) citu mmwi<?> ( 2 S, 4 

R) -1- (tert-7K^M^) -4-* 
Xr/M6. 24 g) 

[0172] f^LSlDU^^ r-/P (KBr) »/ max c 
r»: 1748, 1702, 1650, 1545, 1480,1456, 1403, 136 
7, 1286, 1260, 1233, 1174. 

tmS&MA^? h)V (400 MHz, CDCh) pph: 1.4 
2, 1.47 (9H, sX2). 2.22-2.82 (1H, m), 2.54-2.73 
(1H, ■), 3.06 (3H, s). 3.68-3.90 (2H, m). 4.37-4.7 
3 (3H. m). 5.17-5.38 (3H, a), 5.83-5.97 (1H. ■). 
MSW r-/U m/z : 350 (M+l)». 

(4) m.mf®i'p.mmi2- (3)vnt>titifc 

^5(9. 7 8g)C0N, N-v*f-/P7-fer-7$ K 

( i o omi ) mmiz. +*mm o. 6 2g) tmst* 

y>7A(7. 7 5g) ZMiL. 7 0TTC1. 5#ifflim 

- (^-9-y : Btmxf-^= 5:1. ^rlry : »&x 
^=4 : 1 . ^r^y : BflSx^=3 : 1 . Wi^X 
^•ty : Wlx**= 2 : 1 ) fcfitU ( 2 
S, 4S) -4-7-fc-?-/H-*- 1- (tert-7h 
*i/H>vX-)V) bo y v'y*;^yK • 7'J*xxf 
;K8. 0 2g) *Hfc. 

[0173] a^lRJDU^? (KBr) »/ max c 
m-i; 1751. 1702. 1650. 1479. 1455.1397. 1368. 129 
2, 1257. 

tm^mx^ hfr (400 MHz. CDCh) 5 ppm: 1.4 
1, 1.46 (9H, m), 1.92-2.05 (1H, m), 2.33 (3H. s), 
2.65-2.84 (1H, m), 3.27-3.40 (1H, m), 3.90-4.05 (2 
H, m), 4.28-4.44 (1H, m), 4.55-4.77 (2H, m), 5.20- 
5.40 (2H, m), 5.84-6.00 (1H, m). 
MSX^ m/z : 330 (M+l)». 

(5) g^MS*. mmi2- (4)xftt>tifzfc 

#}Jj(3 2 9mgK 8ig(189/ilK h'Jxf-;l, 
TSy (701/iD. M)7i-;^7^(58 
mg) tf-hy^X (h'j7i-MX7^y) 
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>>A(0) (58mg)<^)f h7tKD77> (6il) 

mi. i o^as*, &txfe»^s*<7)i8-ca 

Cs*** : »®X?-/I,= 1:1. *W> : »»Xf- 
1 : 2. -MMf-V : Bi£x^= 1:4, gWC>\ 
df^-V : BtSx^= 1 : 5 ) HWU &3fclfc7) ( 2 
S. 4S) -4-T-fef-;H-*-l- (tert-n 
* is*l)l#-)V ) fo 'J -JVi]i\,itV& ( 2 7 9 mg ) 10 

[0174] imSSgmX'i.? h)\s (400 MHz, CDCb) 
8 ppm: 1.32, 1.43 (9H. ■), 1.96-2.15 (1H, ■), 2.3 
4 (3H. s), 2.56-2.85 (1H. ■). 3.23-3.40 (1H. ■), 
3.90-4.04 (2H, ■). 4.27-4.45 (1H, ■). 

(6) ##0912- (4) T®t>tlt:tt. 
(329mg) , *S|g(189jtzl ) , hUx^ 

TS^ (701jtx 1 ) , MJ7x-MA7^(92 
rag) fcM|/t?3*X& ( 1 lmg)«fb7tHD7 
7V(9. 5-1) SKS£££T5. 5I^^B¥L<:. R 20 
ffiS^fttiHlx^^anx.. SEBL 10 

7^nvh/77<- Cv^y : »»xf-^= 1 : 

1 , : »&X^= 1:2, ^*t)-> : PKx 
1:4, ^V^^-ty : »S!X^= 1:5) 

fcPBU &*tt<9 (2S. 4S) -4-T-bf-;H-3j— 
1 - ( t e r t -7>3f i^l^x^) tTo»J 
tfi-K (2 57mg) X^h;^f-^li, # 

#011 1 2- ( 5 ) <Dfl:i=rt&fc-&L*:. 30 

(7) ffigmsl*, ##0U2- (4) -C#^itJt^ 
£W(3 2 9mgK!Hft(189j<lK hUXf-il^ 
TS* (701*1) . M)7x-;^X7.<y (92 
mg) tfifly t 7 j^i7A h >J 7x^*X7 

(3 5mg) «xh7tHa77>(9iil) ^jSi&Mia 
Ri^^KB$gx^£Jn;u ffeig 
K, 1 0%:&S*, Xtfg}»£iS*^«Ti^Lfc&, 

y : PKx^-;k= 1:1. : »gxf-;k= 1 : 40 

2, ^ftf-y : SBgxf-^= 1:4, ^wr^Mfy : 
Bigx^;l,= l : 5) KRfU »*#<0 (2S. 4S) 
-4-7-fe?7l^-:*-l- (tert-yh^M 
x;P) eo'Js^/MfyK ( 1 9 9mg) fcHfc. X 
1* h*T-*UL ##0U 2- ( 5 ) *>fc£fcfc-a 
LA:. 

(8) ##0112- (5) T»Ml3tfl:^ft (2 50m 
g) (4ml) jgiS£gST4l$!tBS#U:. R 
le&^HSEffiJBLT, »*tf)(2S, 4S)-4- 
rtf/^tD 'J S^ArfvK ( 2 1 8 mg ) 50 



(25) &B12001-1 14759 
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tz. 

[0175] tmS&mX'l? h>U (400 MHz, DMSO-de 
KDCh) 8 ppm: 2.04-2.14 (1H, ■). 2.36 (3H, s). 
2.70-2.81 (1H, ■), 3.30-3.38 (1H. b). 3.70-3.77 (1 
H. ■). 4.02-4.15 (2H. ■). 

(9) ##0iii2- (5) -eftt>ti*ztt&m ( 1 - 10 
g ) ossk domi) mm^mwc4mstmtti 
», mtMsmzimmLtz. mmnzfm (430 

Ml ) kftfrWy (1. 3ml ) £flDi.5 5TTC1. 

summit:. %&s.&bt:mKWffiL. «s*£x 

T, aM^UJ7y;^5A^n-7h^77-<- (^5 
4xX?i|3x;Ei— /W5C18-PREP) £Rf 

(302mg) mtz. ##011- (4) *>ft£!Hj£-& 

[O176]##0S 13 

(s) -s-rsy-i-tert-yh^f^^x 

[0177] 
Hfc2 8] 

(1) (R) -3-t Fndfvtfn'J 
(1. 0 g) Sr^oo^y (20ml ) fcigfSU 

*&T, h 'Jxf-^T 5^(819 m g ) Jtf 
t e r t -T'f-;!^-**- I- ( 1 . 7 7 g ) $-jD 
IK. %jmiZ : J?xiuj(?> (300 ml) £JH 

^*7A^D7b/77<- (i^U*y;P 50g, A* 
*V : »KX^;P=1 : 1-1 : 4) THSU tW^jMt 
LT(R)-l-te r t-7h^r^J7^x;P-3-b 
Hn^^tTD'J^V ( 1 . 51 g) $r#fc. 
[0178] mffi&m*'<-'7 h>U (400MHz, tDCh) 
ffppn : 1.46 (9H, s), 1.93-2.02 (2H, ■), 3.27-3.56 
(4H. ■), 4.42-4.49 (1H. ■). 
MSX^ hJV a/z : 187 (M»). 

(2) ##0U 3- ( 1 ) -C^^-ffr^ (2. 3 
3 g)|y';no^^(45 m 1 ) fcjgJSU 
T, M)xf7UT$>- ( 1. 3 9 g) fcJ:tfl&(k** 

( 1 . 5 7 g ) ZMliz. RJEfflEfcBtK 
x^P (15 0ml) ^Jnx, 

( ^U^7-*;l/ 50g, *\*Vy : W&X.+iV=Z : 1-1 : 
3)-CfS»L, ?A«!fe®fcLT(R)-l-tert-r 

^>(3. 29 g) miz. 
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[0179] j&mWfSW*.? h)V (neat) i/aax cm 1 
: 2978, 1695, 1409, 1364, 1171.1118, 958. 902. 
mm2M**<? h)U (400MHz. CDCh) Spp* : 1.47 
(9H. s). 2.08-2.20 (1H. ■). 2.20-2.35 (1H. a), 3.0 
5 (3H, s), 3.41-3.73 (4H. ■). 5.24-5.28 (1H. ■). 
MSX1?hA' m/z : 266(M+1)'. 

#8j<1. 0 g) (20 ml)fc7» 

r-'J^A (27 0 mg) SrJnis l<XTCT2.5lSia«B¥ 
Lfc. RJBJKt»l?x^ (300 ml) SrUlli.. * 

'J->AT*i*i». SETffi«L^. #^>io^SaE?r^5 
A;n7h/77^- (>-»j*y^ 50g. ^*y-y : 

ffl®X^=5 : 1-1 : 1) T-fitSU JlMflljSfc LX 

(S) -3-rxH-l-tert-rb4f^;^- 
)\>W>)W (7 34 mg) 

[0180] ^H^KICU^^ h7P (neat) i/aax ca"i 

: 2978, 2104, 1699, 1405, 1168,1114. 
^aa^SX^ hJU (400MHz, CDCb) S pp« : 1.47 

(9H. s). 1.96-2.20(2H. a) . 3.13-3.28 (4H, ■). 4. 
10-4.18 (1H, ■). 

MS-X^M/ a/z : 213 (M+l)*. 

(4) mmtfST. mVH3- (3)Tftt>tit:it 
( 1 00 mg) <OT*:h-hVfrm&(2 ml) 

tM>7i-MX7^(130 mg) SrflD*.. 70 
TO. mffitm L£SL S»t r- !) «7 A • lO^BJBs 
(159 mg) 5-Jni3.9$S^FLfc. R^^^S 
Lfc®. *>i0E£i§ffiS£®L*:. * (20ml ) fc 1 N1S 
8(0. 71 ml ) TKaS-i^on^XC 

5fcfcLT (S) -3-rSy-l-te rt-fV^ 
i))VX-)Wu 'Ji/'y(78mg) Sr^fc. 
[0181] fSPftttflWU't? (KBr) »/■« ci 

: 2976. 1695. 1416. 1175. 
mS^jmx^ hiU (400MHz. DjO) Sppm : 1.47 (9 
H, s). 2.04-2.16 (1H. ■). 2.30-2.42 (1H. ■). 3.40- 
3.60 (1H. a). 3.62-3.79 (1H. ■). 3.95-4.03OH. ■). 
MSX^btV a/z : 187 (M+D*. 

(5) ##0U3- (3) Tt§4>*lfc<T:£* (200 
mg ) 0)*9;-frW& (4ml) K10Z ^yWA 

-mmt (200 mg ) trtai. tKSSwtf. 
xsmmmuz. Eumzz&Lt:®. *>mam 

WilflV 10g. *: T* \--hV ^=4:1-1 : 1) 

•etsisu *tfe»*i:L-c (s) -3-rsy-i -t 

e r t -T^s^Utf-^tro'Ji/'y (118m 
g)£#fc. 

[0182] immmUl? h)U (KBr) i/ bx ci 
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1 : 2976. 1695, 1416, 1175. 
mm&m^? h)l (400Wz, DaO) Sppb : 1.47 (9 
H, s). 2.04-2.16 (1H. ■). 2.30-2.42 (1H. ■). 3.40- 
3.60 (1H, ■), 3.62-3.79 (1H, ■), 3.95-4.03(lH. ■). 
MSWh/l' b/z : 187 (M+l)*. 

mm 14 

(3S)-3-tert -7"f;^y*^^75 
[01831 



10 [^2 9] 



>4H— Boc 



( 1 ) WLt))Vis*7 A ( 2 . 2 g ) £$ai£x? 
(25ml) fcjgJSU *?&T. ★SHUld^r-U'* 

a (o. 57g) zmi. m&vimsimLt:. 

T\ L-N-tert -^/l^t^s^/l^x^TX^ 
53^1? yjCf-A' ( 2 . 6 g ) <rm&^9 J-lV ( 2 

5mi ) mmt. *#~r\ mizx'omi. Pia-c2i$ 

20 IS. ^a-C3^SM*Lfc». Sfi-C-^&SLfc. 
[0184] RJEiSfc. *#~r\ ^xyl^cigiKSrfln 

KJ:9x*/-/W£?g*U:. 8~>£*Jl£:&E£}|tl 
i., iH&x^-C2|IlttajU W«B£fnMfT&*SSIS 

[0 185] SSSr^D^^*5A^nvh^77-f 
- (a±>-'Jyr4l^Sy'J^y^FL-l 0 0B 

( 1 OOg) KRJU flttx?-* : X9/-)V (95: 
30 5) KT&aiLfcB?>«fc9. J*#tf>(2S) -2-te 

r t --f+Mfr isHtfisX-AsT 5 / - 1 . 4-^^y 
v*-/M2. Og) Sr#^. 

[0186] ?5^I«®JI5U'<.^ WKKBr) u wax cr 1 : 
3348. 2977, 2936. 1687. 1529, 1368, 1251. 1172. 10 
55. 

mffigmX'<-7 h;K400MHz, CDCh) dppm: 1.45 (9 
H, s), 1.54-1.65 (1H, ■). 1.77-1.88 (1H. ■), 2.65- 
3.10 (1H. br). 3.20-3.55 (1H. or). 3.63-3.93 (5H, 
■). 5.09-5.10 (1H. a). 
40 MSX^h;Wa/e : 206 (M+D*. 

(2) ##^14- ( 1) T®t>tlMt&to (2. 0 
g ) imm.XI-l'y (40ml) (Ci§J#U 

T. h'Jxf-^TSy (4. 2m 1 ) RV. 
X)Vits~)V ( 1 . 9ml) £iSTfcJ: *)tai. RfflTl 

^ sa-c3 0iHafflffL^. 

[0187] R^^rBHSx^t^RL. ^St*Si" 

[0 188] Sa^y!;*^*7A?a7>/77^ 
50 - (^v-y^b^fS^'J^y^FL-l 00B 
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( 1 0 Og) KRtU ISfl^py : isfn^V-y : 
HtSgx^ (50:20:30) tZX%& L£H# J: 
0 * »5fc#4)2S) - 2 - 1 e r t -^P**^;^ 
;ur 5 / - 1 , 4 - 5/* ? yxyp* i'T'* > 
(2. 8g) 

[0189] m-mmx'i? m) » «« cr » : 

3387, 1687. 1514, 1347. 1172. 

(400MHz, CDCh) Sppm: 1.45 
(9H, s). 1.93-2.11 (2H, ■), 2.87 GH. s). 2.88 (3 
H, s), 4.04-4.11 (1H, ■), 4.25-4.40 (4H, m),i.Th 
4.81 (1H. ■). 

MSZIfh/U i/e : 362 (M+l)*. 
( 3 ) mmi4- ( 2 ) -C^taHfc^ (0.5 
g) *7*h-HJ/M 5ml ) izmmt. 28%-T 
y*-T*.(5ml)Wm$ti-h<JVJ» (1. 5s) 
SST2BS«}fL^ RJSSi^jSU r 

[0190] «a^^'j*y^7A^o"7h^7^ 
- ( g±>- y ^r-fh^Sx y * y;wp l - 1 o o b 

(15g) fcfflU m&+\y> :X?J-)V{50 : 
50~0 : 1 00 ) IZXmilibtmftX 9. Tt;W7r 
X«OgiB@«Hb-&iB» ( 0 . 0 7 g ) 

[0191] eaS^SX^^ (400MHz. CDCh) 
Sppm: 1.45 (9H, s). 1.53-1.68 (1H, a). 2.03-2.18 
(1H. m), 2.27-2.46 (1H, br), 2.73-2.82 (1H, m), 2. 
87-2.%(lH,n). 3.00-3.15 (2H, ■), 4.01-4.21 (1H. b 
r). 4.72-4.93 (1H, br). 
MS**?.? WIVe : 187 (M+l)*. 

mm 15 

(S) - l-^/^-3-te rt-fV^HIU 



[0 192] 
[ft3 0] 



M l in 



Ph 



(1) S^^STFv N— ( t e rt-^^y^M 
-;W) -L-TX^-^y (4. 64 g)<7)T-bh- 
h'J;«E (50ml ) £HJx?-;l<T$y (6. 68 
g ) SfllX 9>XAfc=& ( 2 . 5 2 g ) Ztiax. „ -2 

o-CT30$Hfi# U: . £ £ c-iotrc? o o^x^P 

(4. 77 g) SrflDi. 30#jam2L J-)V 
(13ml), h!>X*-*7$V (4. 0 5 mg) $• 

jni.^. £SiT#ia&, gs-c3o#jf#u sum 
tcBHgx^ ( 1 5 om 1 ) g-ju*:. ^rai^ait 

y=77 -f- (>-'J*y^ 150g. : »#x?-/l/ 



(27) ^2001-1 14759 

52 

=2:1-1:2) THRU *§fe»*i: LT (S) -2- 

tert-^b^y^^rsy-3-yryro 
£*vitx f<K4. 1 9 g ) in. S 

KHx^J: Omtiftt&ZbtzX (2.6 
4g) 

[0193] j&MMUDU't? Y)V (KBr) j/iiax : 
3360. 2995. 1737. 1676. 1522, 1352. 1298. 1235. 1 
205. 1160. 

W8&5m®>^9 V)V (400MHz, CDCh) dppa : 1.46 
10 (9H, s), 2.29 (1H, dd, J = 16.8, 4.4 Hz), 3.16 (1 
H, dd, J = 16.8, 5.3 Hz), 3.85 <3H, s), 4.48-4.58 
(1H, ■), 5.39-5.52 (1H, ■). 
MSW m/z : 229 (M+l)*. 
W£&. («)d« +41.2' (c 1.13. CHCh) 

H£ 80-8rc 

(2) 1^7.8^^(139 mg) 
AV*miL*'>mi- hVVJ*(47 m g ) <DX? J- 
/l48?S(5ml ) ##W15- (DTftHtlXlit 
■&m (285 mg) i&Jnt. OCTlifBL Sfi-C30 

20 #flt#L*:. Rieac. r^ymmmttiazt:®. & 
^x-tmimt^fu (50mi) ztaimmit:. 

by«7ATisaga. «ffTi^Lfc. fthiximm:*} 

5A^n?b/57^- (i/Wfto lOg. 'vJftf- 
y : lHgXf-^=l : 2-1 : 6) TfBSU *tfeilM£Hjff 
fcLT (S) -2-t e r t-7"h4fy*;^-^T5 
y-3-^T/7*P>NV-;K22 5 mg) 
[0194] ftftWRtiLX^? h/l- (neat) i^nax cnri 
: 3432. 3351. 2980. 1693. 1525,1369. 1253. 1170. 
30 1064. 916. 735. 

ffi&S&mx^? h>\s (400MHz. CDCh) dppm : 1.46 
(9H. s), 2.19 (1H, t. J = 5.1 Hz). 2.73 (2H, d. J 
= 5.9 Hz). 3.67-3.89 (2H. ■). 3.90-4.10 (1H, ■). 
5.04 (1H. br d. J = 7.3 Hz). 
MS;*/*? m/z : 201 (M+l)\ 

(3) gjsitiST. mmis- (2)x^t 3 fiti^ 

^Hj(1. 0 9 g)(0fh5bHn75>M(20 
ml)t. h'JXf-;kT5y (661 mg)Jg^? 
yxW-;K686 mg) 5rJox.. (TC-Cl^. M 
40 ia-ClB5fafli#L*:„ ISxf;Kl5 0ml ) Max. 

50g . ^-^y : BHgx^;W=2 : 1-1 : 6) -C8S8 
(S) -2-te rt-7h*>>i>/l>#-t\s7$S 

-3-l/TJ-\-*9 yxfrft-frtt y7o;ty 
(1. 38 g) Srft. $/5>fc^df-t>—B^x^J: 

oHJgs-r *. - 1 Dasfea&a ( 1 . 1 5 g ) 

50 [0195] *^«JRX^? (KBr) ^nax ca 
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1 : 3353. 2983. 1684, 1530, 1352,1290. 1171, 100 
5. 972, 834. 

fflBSS&M*^? hit- (400MHz, CDCh) dppm): 1.46 
(9H, s), 2.76 (2H, d, J = 6.6 Hz). 3.11 (3H. s). 
4.17-4.28 (1H, a), 4.34 (1H, dd, J = 10.3,3.7 Hz), 
4.40 (1H, dd, J = 10.3, 4.4 Hz), 4.95-5.07 (1H, 
■). 

MSXIfhfr a/z : 279 (M+D* 
ffl(& {ah 25 +8.83* (c 0.68. CHCh) 

W& no-nix: 

(4) g^VSTF. ##0115- (3)Xfthtltltt. 
( 1 - 39 g) VVimm ( 1 5m 1 ) tZTHiti- 

hU^A (598 mg) Ztai. WC-Z&jffimit: 
ft. Rj£?KtCiH6x^;H50i«l5:jDi.. fi»*, fi£ffcfe 

WijfAr 150g. 'v^y : B»xf-;P=2 : 1- 
1:1) -CfggU JlMj^StLT (S) -1-T^'H- 
2-t e rt-~7Y*>'j))V#-)VT$.;-3-i'T; 
7xiny ( 1 . 0 9 g ) fcttfc. 

[0196] ^fl-tSSMJU^? (neat) cr' : 333 
9, 2981, 2108, 1699, 1522, 1369,1253, 1169. 
mm&mx^'? Y)V (4O0MHz, CDCh) Sppb : 1.46 
(9H, s), 2.60-2.79 (2H, a) 3.55 (2H, dd, J = 12.5, 

5.9 Hz), 3.16 (1H, dd, J = 12.5. 4.4 Hz), 3.97-4.1 

2 (1H, ■). 4.76-4.93 (1H, br). 
MSX^hA' n/z : 226 (M+l)* 
tifflg. (a)o* 5 +2.94* (c 0.66, CHCh) 

(5) ##Wl5- <4)T*Wlfc<fca*<56 
mg) £**y-;M2ml )&tfijc<225 jul) 

m»t. sia^^-mfm ( 5 1 m g ) srau. s 

ft. ;5iS£iei8Lfc. . B»*-f h5bHo75>fc» 

j&u Mjx^rsy ( 1 01 mg)«toy-r 

;U ( 1 0 5 mg ) ^ftltfe. RfcjSfcB&x^S-au 

iiiy&fa-zhyyyi- (i/Vi)?)^ 5g. *K**f- 
> : »KX^=1 : 2-1 : 6) TUt&U *tfc?*ttfi»H 
t l/tfjEBftfMfc^Hj ( S ) - 1 -<y V>f ;P-3- 1 
e rt-yhdf^^-;l,T5yto'Jv*V (43 
mg) ZWt. 

[0197] TmWmCZ^? V)V (neat) i/aax ca"i 
: 3300, 2977. 1711. 1622. 1528.1429, 1171. 

mffitemZ'l? hfr (400MHz, CDCh) dppm: 1.41. 

1.47 (9H, s x2). 1.82-1.94 (1H, ■), 2.08-2.30 <1H, 
a). 3.25-3.96 (4H, a). 4.08-4.38 (1H. a). 4.54-4.7 

3 (1H, a). 7.39-7.57 (5H. a). 
MSX^7h)U a/z : 279 (W) 
##01 1 6 
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( S ) - 1 -OVA JU-3- 1 e r t -7>3f 

[0198] 
[fc31] 



cAph 



io (i) g^Bgr. ##0ii4- (2) T#^n/c-n: 

( 9 1 mg ) OD>ffig?8 (3ml) tzr&toi'Y'V 
3 6 m g ) £iD;i. *^TT23^SJ¥t^ 
ft. ga-CSBSSStfLfc. RiSKtiHRx^ ( 2 0 

m i ) zmx.. m&M*T'mm&i. m 

«S5r^^A^DVf^7^- (i/^H^V 5g. ^ 

■ ffi&X-^n, : z/9X3XiX9>=\ : 1 : 1-1 : 
3:1) -cmmt. SfilSAfc LX (S) -A-T=JY- 
2-tert-yKy^-;l/rSy-l-^^ 
20 >UW5X^jJ-# y/^ y ( 5 4 m g ) 

[0199] Y)V (neat) ^aax cr 1 

: 3355, 2940, 2109, 1689, 1527, 1354, 1184, 977. 
tmSgMX^YlV (400MHz, CDCI3) dppa: 1.45 
(9H, s), 1.71-1.92 (2H, a) 3.05 (3H, s), 3.39-3.51 

(2H. a), 3.95-4.05 (1H, a), 4.24 (1H, dd,J = 10. 
3, 3.7 Hz), 4.30 (1H, dd, J = 10.3, 5.1 Hz), 4.73 
(1H. br d, J =8.1 Hz). 
MSW htU a/z : 309 (M+D* 
tfefcg [a)D« -28.1* (c 1.08, CHCh) 
30 80-81X: 

(2) ##m6- (l)T#£*l/dfc£!&l(77 
mg) ( 2m 1 ) £Jg#U 10*93^ 

A-^ftissE ( 5 4 m g ) fcimx. as. *^arFt 

Tla5H»BS«fc. itttt*iftU <*>i8£50C-C10 

yzmmL. h yxf-^rs y ( 1 o 1 m g ) mft^y 
vaiv (105 mg ) ztotti. $jm\ztmz.*>v 

40 -fc^H) ( 6 7 mg ) WUt-?<±## 
01 1 5 - ( 5 ) Ofc^ftlc-RLfc. 
##01 17 

(s) -3-Tsytrayi/y 



[0200] 

Ht3 2] 



O 2HQ 



50 ( 1 ) g^STF. L-rx;\-7*y (6.00 
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g)<07-feh-HJ;l—*(l : Dm&mm (80m 

i ) izmmt. h\)x.+w$y (20. 2 g)£jn 
(15. 1 g) ztat. i.Wf®mLt:. uumzm 
taa^^KiH- h y •> A-etem «ffrimgi-s - 

tfc«tO, JlMJaUSt L-C (S) -3-vTy-2-^< 

r^a/M^rs yroe^ye ( 6 . iig)S: 

[0201] ^HtSKJRX^^ Wl' (neat) umax ci" 1 
:3345. 2962, 1724, 1534, 1441.1265, 1066. 

fsasysmx'^ woomhz, each) spp« = 3.00 

(1H, dd, J = 16.8, 4.4 Hz), 3.16 (1H, dd, J = 16. 
8, 5.1 Hz). 3.74 (3H, s). 4.55-4.65 (1H. ■). 5.72 
(1H. br d. J = 5.9 Hz). 
MSX^7h)U m/z : 173 OM)' 

(2) wm$!T. mmi7- (Dx&^tiMt 

£ft (6. 11 g) £DHF (60ml ) fc*WU M 
KHr^A(9. 2 5 g ) ZtilZ. . WTimmftL 
fc. $^fc*^T. 3WW(8. 5 7 g) £JD 
i.. gffl-C1.5^S. 40X:-C2l^Slfflf Wi. RlSiSfcB* 
&X^ (60 0 ml) ZMl. Wm*\WLtt%L 

m-hv ^j±?mm. sw*. mt$M*x-mm& 

^iXftW^^y^vi^vyyy 4- 3 
OOg. ^*V> : »ilf^=l : 1-1 : 3) TfBSU 
LT (S) -3-iyT/-2-*Y*i/i))V 
ifi-)VT 5 /To f;K4. 5 8 g ) $H 
fc. 

[02021 #J'HS«M5U A <.? (KBr) t/nxci 
"» :3326, 2954, 1740, 1690, 1539, 1357, 1296, 107 
0, 1031. 

tmmmx^? Y)V (400MHz, CDCh) Spp» : 2.95 
(1H. dd, J = 17.2. 4.8 Hz). 3.05 (1H. dd. J = 17. 
2. 5.5 Hz). 3.73 (3H, s). 3.86 (3H, s), 4.52-4.65 
(1H, ■), 5.59-5.81 (1H, br s). 
MSX17h)U m/z : 187 (M*D* 

(3) ^^marF, WUbfri'VJ* (2. 49 g)& 
tff*Sft*>ttfc*» r- 'J »7.M 1 . 0 2 g ) ox*/- 
mm (50 ml)K, ##0!17- (2) T&t>tl 
Jt^«J (4. 18 g) fcflOi.. (TCTl^S. SST 

fc. fiW*T+*lLBBSx?-* (50ml) Srtn^ttaj 

us. mmtmg*. mtm*.?mxmL. at* 

&&*fyJ*?zr? hfyy 4- Wtiffr 150g. ^ 

: ffl#x^=l : 2-1 : 6) TffSSU 
U9®fcLT (S) -3-^7V-2-* r-*y;$;M^ 

)vr s /to; w-^ ( 2 . 4 7 g ) 

[0203] S^llffiWJlX'S.? r-/l^ (neat) una*. «"> 
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: 3329. 3072. 1706, 1539. 1266,1070. 
miSgmxH/ h/U (400Hlz. CDCh) Sppa : 2.50 
(1H. br s), 2.75 (1H, d, J = 6.6 Hz), 3.71 (3H. 
s), 3.72-3.90 (2H, ■), 3.96-4.07 (1H, ■). 5.38 (1 

H, br s). 

KSX^hJU m/z : 159 (M+l)» 

(4) g^cTF. mm 7 - ( 3 ) "CftMlfcfc 
#H»(2. 40 g)(Ofh7bFo77>1gifi[(60 
ml)t, MIXf-^TSy ( 1 . 84 g)*aAL*9 

10 vxMt£=& ( 1 . 9 1 g ) itnl. (TCTl^®. m 
STll^Slfflf Lfc. fflStx^ (600 ml) fcimx 
»IiJU W8Uf£#iSffiL SIT*, feW^S*Tie»^fc 
#U MM%^hVVJ*X&M&. 3£EETl§l8U:. 

150g. ^*?y : »Bgxf-;l,=l : 1-1 : 5) TfftS 
U ItfiaSI^Si: LX (S) -3-^TV-l-** 

o^(3. 53 g) 

[0204] ^JtUKflSU^^ (neat) vmax cr 1 
20 : 3331, 2960, 1723, 1536. D56.1251. 1177. 970. 
miS&mx^? (400fflz, CDCh) dppm : 2.78 
(2H, d, J = 6.6 Hz). 3. 11 (3H. s), 3.72 (3H. s), 4. 
22-4.46 (1H, ■), 5.29-5.38 (1H. br s). 
MSW hJV Wz : 237 (M+l) + 

(5) ##0117- (4) V&htVfiitt&fa (59 m 
g ) (2ml) (C^j»L, lOZJSK-.** 

y-;Ko. 46 mi) . sia^A-mtm ( 1 o 

2 mg) *jDt. Sffl. *^erFiCT20I^SR«$ 

30 srjni.. 20^^^. wsmziovm-xfs- 

t«»U r-l/Xf-rt-TSV (10 1 mg) , Jgft^ 
( 1 0 5 mg ) SrHni/v:. BSStftfiif 

tSS^7A?n7h/77<- (i^y^y;P 5g. 
ffittx^ : *:?y-/P=10 : 0-9 : 1) TSSL. H 
fe}*l«?mt IX ( S ) - 1 -^//^-3-^ r-* 
v^;^x;WT5yeuy^*y (4 6 mg)S:#3t. 
40 [0205] ftmftWRX't? (neat) >/«x cri 
: 3256, 1723. 1605. 1545. 1449.1435, 1285, 1253, 
1099. 

Wffi&MXI? h/l- (400>«z, CDCh) Sppm : 1.83- 

I. 97 (1H, ■), 2.11-2.33 (1H, ■), 3.27-3.96 (4H, 
■), 3.55, 3.64 (3H, sx2), 4.17-4.42 (1H. ■). 4.75 
-4.98 (1H. a), 7.37-7.56 (5H, n). 
MSX^ m/z : 248 (M*) 

(6) mWl7- (5) XMhiltZtt&m (124 
mg) £2MNaOH*i8?&(2. 5 ml) fcMBL, 3. 

50 5Bfta&BjL*:. SJESSSrlOZ^K-^^y-^T-pH 2S 
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goKttfcLfcSL mil*:. 8£fcx*/-;l*fljl 
0. ®M&<omm*tLXWiiBtML&l!» (28 m 

g) 

[02 0 6] 8®SW»*^?WW (400HHz, D 2 0) Sp 
pa : 2.13-2.27 (1H, ■), 2.52-2.63 (1H. a), 3.46 (1 
H, dd, J = B.2. 5.9 Hz), 3.47-3.65 (2H. ■). 3.82 
(lH.dd. J = 13.2, 8.1 Hz), 4.14-4.23 (1H, n). 
##01 1 8 

(3S) -l-TU^-3- (N-tert-/fW 

[0207] 
[fc3 3] 



(1) L-N-tert - f+JV** 
Vis>(3. 5g) SrS6Sxh5bH075y (7 0m 

1 ) fci§»U *»T» N, N-^y7Dt;Hf^ 
75^(3. 8m 1 ) J&fctrAo>OM2. 7m 

1 ) ma*.. m&Ti#mm Lfc. &wc. *#-p\ 

N, N-j^ yrnt/l/Xf^Tiy (4. 2ml)S 

tf. l -rxy\-^^^e y^f;M4. 3 g ) £ in 

[0208] Ba&mwmxi-;i,TmiL. mm: 

[0209] SaSr^'J^y^^A^Q^h^^^ 
- (a±yUvT^fc?18^y^;PFL-l 00B 

ooog) trau ■.m&z+fi' (4 

0 : 6 0-0 : 1 0 0 ) tCTIgaiLfcB^J: 0 . JlMfcO 
L-(N-tert -7^**x#/l';K-/l'T$ J* 
TXJ^>m i/W(5. 5 

g) 

[02 10] f^HIKlRX^^ WW (KBr) u aax c 
r»: 3338. 1740. 1682. 1523. 1439.1369. 1282. 125 
0. 1221. 1172. 

WBffigMX'*'? WW (400MHz, CDCls) Sppa: 1.46 (9 
H. s), 2.83-2.88 (1H. a), 3.02-3.07 (1H, .). 3.69- 
3.95 (2H. a), 3.76 (3H, s). 3.84 (3H, s), 4.85-4. 90 

(1H, a), 5.17 (1H, br), 7.04-7.06 (1H, ■). 
VSXH hfr a/e : 319(M+1)' 

( 2 ) WCJllVi/fJJ* ( 5 . 4 g ) Sr«J!ix^y-/k 

(80mi) tzmmt. *&~r\ *m{m?mi-hv*? 
Ad. 4g) &sai. m&T3ommtt:. ^ 

X\ ##0118- (l)T$*>*l*:4l:£fe(7. 8g) 

mm*?;-* (80m 1 ) mm*. m$T. mrt 
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[0211] %mnz. *»t, t^vmmmn 

vvj»*mmziiat. pH?:6fc:rait^ wmm 
eiOx^y-yi^jgiUt. So^**tJS-fbrvt 
-^ASrSn*.. iHBfx^T3HltttIjL. UteMZm 
T£*^^*s^A-CBi*. JtESIBbfc. 
[0212] S«iE£ >- y 7A?o?h^77^ 

- (m±i/*)z/TlVmisVtiy)UFL- l 00B 
( 3 0 Og) ) £WU ISlll^f-Vy : PSxf-^ : y. 

10 ?/-/M50 : 40 : 10) (CTiKi: LfcSftJ: 9 * 
Tt/l^rXtftf) (2S) -2- (N-tert-/f 

1 . 4 -f9> : Jit-)V ( 5 . 7 g ) 
[0213] immLUX^ htU (KBr) vnax ca"i : 
3321. 1697. 1662. 1537. 1369. 1284. 1252.1170. 10 
55. 

tmS&mX'*.? Ml/ (400fflz, DMSO-de) Sppn: 1.30 
-1.54 (1H, ■), 1.38(9H, s). 1.64-1.72 (1H, ■). 3.2 
6-3.56 (6H. a), 3.74-3.82 (1H, a). 4.36-4.38 (1H, 
20 a), 4.64-4.67 (1H. a), 6.87-6.90 (1H, a), 7.45-7.4 
7 (1H. a). 

16;^? h)V a/e : 263 (M+l)* 

(3) ##0!I18- (2)T#A>*lfc<ffc#&)(5. 5 
g) 3\ Se«N, N-^f-;WT-bhr5 K (8 0m 
1 ) Hzmmt. *&~r\ hUXf-ZPTS^ (8. 8m 
1 ) Xt/. gfcf^yXi^^ (4. 1ml) £jgT 
tiOfc. BiST'liSigfltffL*:. 

[0214]S«fft2rBHSx^T«RL. 1 0%-& 

is*. m^s^hu^A^jgja. mi$m*<om 
30 -tifc#U:«, %«Ji£is*^v^*i^A-eiH*, 

[0 21 5] S&^i'lM^I^A^nVr^rM 

- (g±^U ^TflSfflS'DWFL- 1 0 0 B 
( 3 0 0g) ) fcfflU v^o^df-D-y : WSt^tU 
(10: 9 0~0: 1 00 ) tCT^tBLfcH^J: 0. T 

WyrXW) (2S) -2- (N-tert-m 

zs#mpz*t s ^r)Vf»vi^-)V ) r s y - 
l, 4-i/'y^yx;p*y^^y^y (6. 0g)£ 

40 [0216] ^9m.WSL^^9 Y)V (KBr) vaax ca i : 
3370. 1703. 1523, 1352. 1191, 1174. 
W8SM£MZ.'<9 Y)V (400MHz, CDCI3) dw. 1-45 
(9H, s), 2.00-2.14 (1H. a), 2.21-2.37 (1H, a), 2.7 
9-3.23 (6H. a), 3.80-3.81 (1H, a). 4.25-4.74 (6H, 
a). 

MSX^.^ Wl-i/e: 419 (M+l)» 

(4) ##0U8- (3) T&t>tvt:tt&Vn (0. 5 
g)£SagEfl^W>-(2 0mi)fc:igiBU TU;U 
r$y(o. 2mi ) at/^n^-h'j^A ( 1. 3g) 

50 SrjDi. SaT2BS^ft^ RKaESr^iSL. r 
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[ 0 2 1 7 ] : s y rt^'/l^ 7 A? OV b ^7 7 -< 
- ( a±>- 'J v-T-ffc^g v y *^;PF L - 1 0 0 B 
(3 0g) ) KWU »8x^:*?y-/P (70 : 

30) KTigaiU:B#j:D, immw^m^^ 
[0218] mm&m^? h>u moomhz. cdci 3 ) 

Sppa: 1.45 (9H. s). 1.60-1.75 (1H, a). 2.19-2.37 
(2H, ■), 2.48-2.78 (2H. a). 2.80-3.20 (3H, a), 3.4 
6-3.95 (2H. ■). 4.10-4.45 (1H. ■), 5.02-5.43 (3H. 10 
■), 5.80-5.96 (1H, ■). 6.50-6.77 (1H, ■). 
MS*'*.? h/V a/e : 284 (M+l)* 
mm 19 

(2S, 4S) -A-T^)V^^-\-^)V-2- 



[0219] 
[fc3 4] 



^^COOH 



20 



(1) L-hKo^Toyy ( lOg) (50 
m 1 ) izmmU »K (85m 1 ) RV. 37% 
AT/Prt ( 6 . 5 7ml) Ztott:. Kfffi 
fclftfta* (86 5 mg) itai. ftSRSHarK 3 
OTX. 5. 5B*fS^3#fc. KJES£S2ffl#7Afe: 

ttZX*). **&6l*.tLX (2S. 4R) -4-hHD 
* If- 1 - jC 2 - to y v'joCmm^k (10. 30 
3 g) 

[0 2 2 0] ^aKmWlX^ HP (400fflz, D 2 0) ffp 
pa : 2.19-2.29 (1H, ■). 2.45-2.56 (1H, ■), 3.18 (1 
H, d. J = 12.5 Hz). 3.95 (1H. dd, J = 12.5, 4.8 H 
z), 4.18 (1H. dd, J = 11.0, 7.3Hz), 4.60-4.69 (1H, 

a). 

MSX^h;!/ a/z : 145 (M*) 

( 2 ) mm 1 9- ( 1 ) -me>tvrztt&m (2.0 
g) *ry^r/W3-;K24. 0 g )£»}§$-£, 
*^T^f-;P*;^T5 H ( 1 - 01 g ) xtfi&ft: 40 
f^-;K4. 89 g) stum*. summit 

*£flO;l. v^oo^y-CtttBU:. W«Jf 

feftMtt&SfcLT (2S, 4R) -4-hKo^fv-l 
-*+)i>- 2 - to y : Jvt))\>if.VWT y;K 2 . 5 6 
g) 

[0221] imWmA'V? h)V (neat) i/aax cr' 
: 3388, 2948, 1744, 1669, 1455,1273, 1194, 1090, 
996, 931. 50 
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m&5&MA'^'7 hlU (mm. CDCh) <Jppa : 1.83 
(1H, brs), 2.05-2.12 (1H. a), 2.22-2.31 (1H, ■), 
2.39 (1H, dd, J = 10.3, 4.4 Hz). 2.44 (3H.s), 3.39 
(1H. t. J = 8.1Hz), 3.47 (1H, dd, J = 10.3, 5.9 H 
z). 4.46-4.520H, ■), 4.62-4.66 (2H, n), 5.22-5.38 
(1H, ■), 5.87-5.99 (1H, ■). 
MSX^? h)l> a/z : 186 (M+D* 

(3) mmi9- (2)-mt>tuztt&®(3. o 
g) Jfh7th'n77y (6 0 mi ) izmmu * 

#~T\ HJx^T$y(3. 3 8 gj&tfl&fb*? 
yxMttzjU ( l . 9 1 g ) JrJHtfan*.*:. RJEjRfc: 

wm^^v (500ml) frju-cttiaju mm*m 

m&^)U=2 : 1-1 : 3) TfilgU «^llfR«J® 
i: l/C ( 2 S , 4R) -4-^^yx;l/*^>j-dr^- 
1 -*?7l/- 2 - to y 7!);K3. 
33 g) 

[0222] ffcfl-glgJDU^? h/P (neat) f nax cr » 

: 2946, 1743, 1357, 1174, 968,898. 
«fiB^«!SX^ (400Mfe. CDCb) Sppa : 2.44- 
2.49 (2H, a), 2.51 (3H, s). 2.78 (1H, dd, J = 11. 
0, 4.4 Hz), 3.08 (3H, s), 3.47 (1H, t, J =7.7 Hz), 

3.62 (1H, dd, J = 11.0, 6.6 Hz), 4.46-4.72 (1H, 
m). 5.25-5.35 (1H. ■), 5.28-5.42 (2H, a), 5.92-6.0 
3 (1H, m). 

MSX^ Y)U a/z : 264 (M+l) + 

(4) mmi9- ( 3 ) T#*>*l*fc£!|fj ( 1 . 6 
8 g ) Z ; JX+)VT* bTS H ( 3 0 ml) iZf&M 
U tmti'VJ* ( 1 - 5 6 g ) RV**im ( 7 2 
8 mg) ZMi-. 7 0TTC2. 5#m®ftlt:. BUS 

msmz+fr (3oomi) iMimmL. ^mm 

yfcMflSiU «EET«8BL*:. ftt>tUzWm*7 
A?OVh/77<- (^y^y/P 7 5g. 'v*-*" 
> : BH8X^=4 : 1-1 : 1 ) TISSU ilfejlMR 

ymttx (2s. 4S) -4-r-bf-;i^-jj— 1-^< 

t*-2-Ko'jyy#WOt TUiKl. 0 9 
g) 

[0223] ^HS©1DU^^ (neat) ./max car i 
: 2950, 2786, 1747, 1689, 1450,1270, 1183, 1138. 

mm&m*'*-'? hju (4oomz, cdci 3 > ^pp» = 1.95- 

2.06 (1H, ■), 2.30 (3H, s), 2.43 (3H, s), 2.71 (1 
H. dt, J = 13.9, 8.8 Hz), 2.86 (1H, dd, J =10.3. 
6.6 Hz), 3.06-3.13 (2H, a), 3.95-4.02 (1H. a), 4.6 
5-4.69 (2H, a). 5.23-5.38 (2H, a), 5.78-5.99 (1H, 
a). 

MSX**.? hfr a/z : 204 (M+l)* 

(5) ##0U 9- ( 4 ) TH htvfzitm^H (300 
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mg) £ffl|X**(6 ml)£?g»U h'J7x- 
^7^(7 1 mg) , ^F>-(191mg) 
Wf V y^X h 'J 7i-WX7 -f y^7y'A ( 7 1 

mg) ttaz_. i. 5\msmiti. m&Lt:$*z 

(204 mg) X^Y)\rf-mmm\ 
- (4)<^k^BJt-aLfe. 
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[0224] 

[&bh?m] *%bb<^-«5S ( i ) -cmyztihtiv 



(72)?&B&& Iff £ (72)?8Bg /hg Jgg; 

J?Om&Jl|&£BTlTa2#58-5§- «^p n JHIZJAHI 1 TS 2 #58^- E£» 

F?-A(##) 40069 M16 BC16 BD06 



